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(54) Title: PPARr MODULATORS 



(I) 



lH (54) jBW0>«»: PPAR 



(57) Abstract: To provide PPARr modulators 
seemingly usable in remedies for involutional 
osteoporosis which inhibit the accelerated differ- 
entiation of adipocytes and promote the formation 
and differentiation of osteoblasts from stem cells, or 
remedies for diabetes which are free from excessive 
formation of adipocytes, liver functional failure, 
vascular lesion, heart failure, etc. Compounds represented by general formula (I) or pharmacologically acceptable salts thereof: 
wherein A represents phenyl, etc.; B represents aryl, etc.; X represents oxygen, etc.; and n is 0 or 1. 
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(57) Rtt: 

[Kfi] 

ts&mmmoftm. mmmomum^m-m^ aim*. 

\ In o 

(£cK AI*7x^U*t»* 6l*7'J-/l**. XlttUfclS**. nl*0XI*1 
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m m m 

, #ff2j$*±. ^^ttn-nttM^ mm* *imsl is, i ism*, mmh 

15 ^U^-Jr^V— A"^P 'J 7i U— $ (peroxisome prol iterator activated 

receptor : PPAR) IS&|*3 U-fe — 77 5 'J— G>-M.T*$)Zo 

*»WH^fca*L<*l*fMJ*»«U i»WIHI=a*Ll*fWH*3l*m-rci:* 
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-insulin-dependent diabetes me I itus)Q) : ET7H!l^lT?JlilS^Tf^ffl$^L» -fi/X'J^ 

*ftiti!nwipffl*#r*«f L^Nii»ii»«»fc Lrm^nx^^o 

s?* ^mmmtttz. ppar r * u-< * £ l rfwa l ppar r sftrnwicsi^b-f s c t 

5 JiSfitDWft'CfiE'bfri&ofc (Lehmann €>, Journal of Biological Chemistry, I&27 

0#, JR 12953-12956 M, 1995 $) 0 ? fc^7V ') Vy'stlsffimftO PPAR r 5514 

itm t S&ttKft? ^ 7.1c It § jfiLJf^iSTf^ffl ic liMtl v£H*< J& & *iS c £ £ , PPAR r 
^5 t TV'Uy>^>R*ft©*af^ffl©*W» ; FT?*5a t#3t«»*lT^« (Wi I Ison f> 
, Journal of MedicinalChemistry, |R 39 ^ 665-668 M, 1996$) 0 

cFftTl^-S. (Burkuhardt Bone 8: 157-164(1987) , Meunier b, Clin. Ortyop. Re 
I. Res 80:147-154 (1971). ) *fc, 3F«lftr=«k-5t»tt*#fcLfcft*ICfcl\T*n«|l 
20 &K4btfttJEStlTl*<& (Minaire b. Calcified Tissue International 36: 338-340 (1 
984), Calcified Tissue International 17: 57-73 (1974)) 0 

-f5 s PPAR r l*, BIBtatt»fclca<H4^«HTT?fc*fc**lTl^aontonoz 6, G 
enes and Development, l&8g, % 1224-1234 M, 1994$, Tontonoz b. Cell, S&79# 
, || 1147-1156 M, 1994$). 

25 ftoT, MMUIl^nKrllllttft v PPARr ^Ei^a U-* tt* iM?m#&mc 

fcf*:7;i- h&^J&<JlUb*lTl^<5„ LfrL&tfb^ftbOJ^Jtt, /Cii 
Lfc#*ifc(car*W«ftffl3W-t-fl!)3»lftffl©±(*-e*o-C, Angled; y «TLfc#»* 
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10 (1) 

TIBHtts* ( I ) 



5*v>j/ug % e^i/v/nfc tr^-^s, t+t'/u^ -rv* 

*7V";/U*> 'OV>77 , J/U&> *>y-f V*77WI*Xttt;7x=JHt (SttA 
I** T!5S&Sf¥afrbgl*;h,S 1 flJ!S2»a±©m-3U***ofcttifc»=J: UMtt 
20 **ITI^T*J|^) Bit. 7'J-/l>g, $/$n7JMril'»XI*tt*SI» (SKB 

**IT^T**^) **U XI*, MAR?, Mlf, CH 2 S, CO*. NH 

S0 2 NHI, NHSO s i, CONHS. N H C OgXI*0 C H 8 ££jj*U nl*OX 
1*1**1". 

25 m&mm<xi 
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s 75 (S&75/SI** 1^L<l*2®0|B]-X[t^/ c i:SC 1 -C 6 7;^;uS v £ 
L<li, 1 llCD^-C^U^-^glC^ym&SftT^T^&W , 

i*» ma> c , - c 6 7;u*;ugxi* c , - c 6 / \ □ 7J\>*)imz& y g& $*ir i^r t At * 

(2) 

±IB (1) icfcivc. A^77'j;U«T*fc€>ib^Xtt-ea)mS±i i F§**i-5^ 
(3) 

i 

±IE (i ) XI* (2) ©fc^*XI*-t©*a±»S**i«tt*#*-r*» ftM©EflMt 

15 num. 

(4) 

±c (i ) xi* <2) cD<b*«ixi**a)iiEffl±fiFS**i*tt*##-r*» fMiio 

(5) 

20 ±!B (1 ) XI*. (2) ©fc^*XI**©*aJ:ttS**i*tt*«-r*» tt8£0)% 
*HXI**I*»L 
(6) 

±13 (1 ) XI* (2) a<bMXI**0XUIW$ii«tt*£*-*-«. £A1±#*I^ 
A. P^^tffi^XI*^ffl14#^3t0^^jXI*^l»S<J, 
25 (7) 

. ±e (i ) xi* (2) ©<b^«ixi**©*a±iiFS**i*tt*Mr*» pp/wr^s**. 

(8) 

±12 (1 ) XI* (2) afcMXtt^ftXUIWSftStt&Mrft. jwwstjw. 
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(9) 
(1 0) 

5 ±e (i ) xi* (2) ©fcd*xi*-ea)*3i±iMi**i*tt*d*rt-*, i mmmfts 
(id 

±13 (1) XI* (2) flDfc*«BXI**fl)*3I±«FSS*i*tt*#*1-*, tut* t»« 

mxi*^im 

(1 2) 
15 (13) 

P P A R rtvi U-*£S=rt$, *KJMffia{££XI*iatt*l« 

(14) 

P par r*5*a l/-* ftfUtta&lftttX(*?l&jH« 

(15) 

20 P P A R r *i?a b-* £S*rf£s «A1£ftfg«& HJSttftUtiXliftffittra 

(1 6) 

PPARr*i?aU->mt«, lfiltt«m 
(1 7) 

25 PPARrfi?aU-«t*t«, tt&A<Dttft*fX(i?|ftffl, 

(1 8) 

PPARr^aU-******, ISWSMU I I Sttffft* ttftMMtt. JURA 

(1 9) 
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less* M»Hb& agMfti»M^s b& se^^Bs MgutLfe bm. u 
*y-r KH*»ftiittsitt. raiUM. tits &s &e« /<* K^a*. 7 

5 (20) 

#am©»^xi*^i«^*»frr*fc*©, ±te d) xi* (2) ©fc*»xi** 

(21) 

t«Wt©»««XI*TI»jW*8ift"r PPARri*;a lx-*©ttffl, 

• 10 (22) 

P P A R r ©SP^>7>^ 
(23) 

PPARr^il/-*^ PPARr©SP^7>^=Tri7.hT?&§, ±15 (1 2) 71 

K19) icieis©, &ft*ixi$¥R&*ik at; 

15 (24) 

#»»6©Jft«*Xfii:^R6«*«Jftf P PAR r©2P#7>*=f-X h©<$ 

rc-C^U+JUfcj il*s fli*.!** **Jk x*Jk ?Pbf;k 

20 -rv^ptf/k ?^k -rv^k s-^jk t-^k *>*;k -fv?^ 
s 2-/*;u?*;k **'<>5 1 ;k i^x^;u^ptf;k ^**>;k 4-y^;U"C>f l 
jk s-y^i^i/^k 2->^;i//<>5 1 ;k 1 -y^u^i/^k 3, a-*}*?-^ 
•J 2, 2-s?y^;u^k i, i -i^^u^k i, 2-i?^?;u^;k 
1, s-s^^k^jk 2, 3 -iJ^ f^?f ;k 2 -if . t 

25 $*;k J-frs fvik >»x5/;k Kx*>;k h'Jx^k f h7r>/U 

i/;k ^-y-x^-ik ^^*5**>;k *$$T$>;k y+x^uaiWa^wD*^*:* 
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*«W(ctel>T, Tc i -c 1 7Jl*Jl>7t**si}J\,#=.jl&i tit. IfrfB rc,-C e 7JU* 

-;k 1 2-:7n'<x;k i 1 -^n^-jk 2->t/l,- 1 -~J 

ok-ji s 2->^;L/-2-^d^-;u. 2-x=f;u- 2-^n^-Jk 1 ->^-;k 

1 -^^;U-2-^T-;k 1 -y^U-l -^x-^k 3-*3\/U-2 

i -x^;u- 2-^T--;k 3-^f--;k 1 ->^;u-3-:7t— ;k 2 
io -^^^-3-^x-;k i -jL^)i-3-yy--)i, i -^>T--Jk 2-^>f--;u 
» i 2-^<>x-;k 2-^5 1 ;i/-2-/<>7 1 -;k 3-^>x-;k i 

f|h3-/<>f-ll/ ( 2-^5 1 ;u-3-K>^-;k 4-^>-f--;k 1 ->5 1 ;u-4 
-^^x-yk 2-j<^u-4-'<>r-;k 1 -MHs^k 2-^4r-fe-;k 3 -a. 

c 6 7;u^ug§L<i*i®oc 3 -c 8 T;u^-;k«ic«i:yti^$tLr^T ; fe.at^ j tit 

20 ?;U75A ?^;k7SA ^^UTS^&tfM^I/TS/gOcfcSfc* 1fifl)C,- 

?Pfcf;U75A N-x^U^jUTSA N-*^u?Dif;k7 5 ASttfN-y^u^ 
**s)\,7 s </ a> * 5 m-xiigfc cfc2i©c,-c e 7;u+;ugicj: y g&$;h,fc7 

5y»^L<l*s 7M;k7SA ?f-x;u75A ^>-rx;U75/&i;^+"b 

25 x;k7 5 / <D J: ? fc, 1i0C r C o 7fr*r=.J\4tlzjn y M&3*ifc7 5 y *fg 
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% ih^x 7p?k**x & 

r>>^P7;u+;uSj am flfci*. e^p^pfc^k v*p? 
^;k s^n'O^k e/?PM^>;k i^p^^k //M?;u=/k 7^>^ 

15 iri*57bsi omttusttittfc**an?**. 

*»WI=tet*T\ TT'J-^SJ iLTI*, -fl/x-Jk -tztm 

IS), ±15 rru— ;u»j i*» ***3 7S21 oiiro*>*P7/u*/L<£i:$£igL-avc : b 

3fi*fc57iS7A«*a»**U GHaJ^'JJk *x=Wk t?P'j;k 7-fe*en;k 

tf^yyjk -rs*v"j;k *^i/'j;k -fv^-yjjk ^7\/'jJk -fv*7Vj 

;k 1, 2, 3-**-y-$WJ;k MWJ;k xHvl/UJk *7$WJ;k tf 

25 ?-;.k tfu^k tf'j^^k tfU5i?^;k if? $?=;w>* 3 

tK*;u*u=;k ^^^'j-^k tfpui>-;k tfp'j-Jk ^5^yj^-;k -r 
syv'j-;k e7 7'jv-;.k tr^/u-^k tf*us?;k tr^y-n^^fc-ft 
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$7jkLs flatten y;k 7-tftf-;k tr^/u^k -r s*»/'j;k -rv 
^-y-^'j^k ^7v/'j;k -fv*7Vj;k i, 2, hM77'j 
;k -rhTi/'J^k ^7^7Vu;k tfus^k bfj*$>-;k tfjss^k tf^i?- 
^©.to^^insm^&^^Tix'j-^k ^^u/t-v'j-jk en<j^-;k ep'j 
5 -rs*VMs?:^k -<5?vj-jk e^i/'j^k e^yj^/k tf^ue^u 

ttf-ct, *6ic»aii=i*, -f*y/'j;k **-y-v"jJk <v+-y-7'j;k ?7 x J l J)i> 

10 =;k *> , /*#-9-7'J;k *>7^V;Hr-9-yUJk "OysWJJk 'Ol/'fVf 

-;k -fv-f>K'j;k w>K'j;k -r>^7'j;k ^u-;k *yy*?=;k 'fv^py 
>j;k *>"j;k ^^--/k -f-^'JS^/k 3v*-tMJ-;k ^v/'J-;k 
/Wj;k *;M*'J-,/k 7£'js>-;k ^7^>KU-;uD«fc9fcg££if3cttfT* 

15 

*§&Wlzt$^x, rc,-c IS 7;u+;u^-4'>*;U7t?^;k7;u4-;ugj ti*, M!5 r*;u 
20 fe^o 

*fg$C:fc^T\ n^lOli^ B-X-A-T?S£;fv5g(*, B-A-S* B-O- 
A-g> B-S-A-g, B-NH-A-, B-S0 2 NH-A-&> B-NHSO a -A 
-g, B-CONH-A-S, B-NHCO-A-SXIJB-OCHj-A-I^t. 
*f§WICfc^T> nj&<10ii£, B-X-T?a$*l5gti\ AT?a$*l"S&0H^**l0!> 
25 mgHafilCg^LTUTtat>o 

^- = y mts A T*a ^ftSS^-f L TINT*. 

/stoffi^w^M^iiMicpLrt, ^■tti<Dft*ifMzm&&mx'b&i\o 
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-10- 

-M2tT'2-^OP-5--hP7i )\,#-)l,7 5 ^ g;6< 5 &XI*&B - X 

3{4t?2— {;pp-5--hP7i -ju* ;u?t?-;u7 5 / g# 6 fc So 

io 7i=;u?u^:/7;u*;uxxx;ui&, ifi/>i/75>^ N-^^i/^/u^s^ 
, n ' -i?/<>^ux^b>i;7 5>^ ' !;pn^p*-f>tl» ^p*-f>tt, i*x$y 

p-h;ux>^;u/h>tttto>J:5<c7 l J-;w^*>iWis» ffflU UA/cSi% 
p/v*§£^ *x>»tt % lig|g t ftlfctt, ?b^>Htt«(0««im 
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-11- 



x h3S*DB#<olE¥;'Si±{b{i$ 10054, 5#j«a)^05$Ei:s^bli*oxtL7>:i*, 8B#W7=f 

5 -X h^&-(?^-r^¥S^bS$ Emax(»h 7=f~X h#3#0g|!#W7>* =f-X h<D$E 
TOttftlTO»* lmax(%)T*^-r= Emax/2fl)ji^^-rSP»fi<J7=f-XhQ)l|^llig 

* ECjo. IOO-lmax/2 <Dm$7jk?8M&)7 H<Dg#J,t]g£ 10. 1 1"« 0 
[02] «fflW:^7X5 KpSQ5-hPPARt©«|«**-r*aH, 

cs3] figfflLfc^xs k pgv-p2-ppre nmtitZTrstm&mo 

10 

♦ aT0)*3*icflEoTS!ai=»is**i*. 

15 (Afc) 

CI 




(i) 

Aiai*» toib-*« ( i ) T?«**t*ft***Ki^*ia-e*y» urie-asa ( i 

i ) ■e«**i*75>fc**t75/;Hh-r*c:i:icj:oTaa**i*. 
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-12- 

*jr*i*, M*j«t¥icfci*THiM=j£<»&fcTi*S75 Ke£*»j****fiJ£ 

5 T»*y, a*, *«fl!)*fiETT»»ai=ff*3*t*. 

10 o 

ffiffl$*lS«*aitLTIi, N, N-i?*>^P^*»>iU*;U*S?-f 5 H\ 1 - (3-5? 

; i/-7i-;u7tN7./t-x'j;u7i?Hs 5/x?;i,rt;**'jjui/7/*--r Krojsdfcfraft'JMsfc 
15 ft ; a/utfxji/iM s?7-;k h y-7i=;u*x7^ >-7 > /i>*;U7H^i>x^;u ; 

20 yu^^v^u^ro^p^^fifcfiikT^+^x^T/uat; mjx*;u75>, 
JSlcftfflf «*^#>»*fcf**©«*N-t KP*S/X^2/>-T5 H\ N-t 

K>Xh'J7v/-;k p-=hP7iy— n, N-^i/^p^+^u*^*^ 

25 , CiK&*75>fcl*£***Cil£*9»***i*. 

temzhzmmt lt(*» *sj6ici»*4a*i+*ii<wcirsi*<i: < » «*«^stt 

Jgffl* ^po^$>, £pp*ji,A©,fc3fc/\p?>fcftfc**H&. fh7 
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^U7-tr h*4'-e±fe7'5> (I I) iSfS^SCtlcJ: ?X&®t>fc if^fCj: 
io JEJSiSJtte- 2 o°cjbS 1 o jtfiSicii- 5 0 c7iM5 o°cv^h^ 0 

fflv&Vs &miz\ti mmm-i emmx-tos, . 

<B») 

bus H 

B-COOH + H 2 N-A-N0 2 B-CO-N-A-N0 2 

(111-1) 

B2Xg 

B-CO-N-A-NH 2 

(11-1) 

15 

B&feU AXg(7)^-(?fe-i»ib^ (II) {Cfcl>T, XtfCONH* njb<n?fc£fc 

£® ( I I - 1 ) fcffitt-sasufcSo 

Bllg 

20 B 1 Igli, *;U7t?>^i7 5>^^Lr, -fiSS (I I I -1 ) •C*a$*lS75 K 
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-14- 

B2Xg 

B2illi -JSgiC (l l i-D T'a£*iS-hn75 K{b£8i$35uLT, -fltet 

(i i-i) •e«**i*75/fttM*i*iart , *ia , e**. 

5 ft, »JBO#fiTT!»ai=fT*)*i<6o 

jgisi*aft, Mo-firtET-ryftaicff^H*, 

10 , HiHX ^ri/|/>, 5 ftftfc**S ; $pp*;uA, ttfc^ 

J: a £x-t;WJ; *9S-jv s x*/— jyzfartJ-frtoi: 

15 l*C#i6©»*»ffl*<ffl^6*i*. »ai=l*7;ua-/U«*L<ttx— r;HJI"Cft*. 

£J£;SJ£IS1 0°C7bSl 4 0°CT*fey, »3Slcli 2 0°C7bS1 2 0°C-Cfc3, 

sj£b#rs]i*. jsjSsS^s sttaft, »»<tw=j:or*<E-s^ aft3o^w7ss3H 

MU*9» ffiSl=I4lKlfflW52 4l*IH|-efc«. 
Sl£l*@ft> ^JO^ffiT^iTJllcff^-So^ 

ttffl**i«»ffl4:LTI*, fiJ6l=l»$4iL«:ft*ttfttl=l»tl*4:<, «A«'<>-tf> 
, h';u>, ^^>©*5ft«ft**Sl!^np*;u^ 
^b>, n*fcft*©*aft/\py><bftft**»; .JJif;n-fi, f h7tKn7 
25 ^^■b-i/o?«fe-5«x— x#y— ;k -f v^p/V-;i/OJ: 

?fc7;U3— ;UB ; N s N- v^;U/ivlUA7S h\ N t . N-i?^^ ;U7-fe h75 ^ 
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15- 



5 (CSO 



cixg H 

B— NH 2 + HOOC-A-N0 2 B-N — COA-N0 2 

(III-2) 



C2XS H 
*■ B-N — COA-NH 2 

(H-2) . 



£tt (u -2) *»fr*-$£jS-efc* 0 

10 C 1 Zl 

cix«w\ 75>t*;u7i«>ifct|g*Lr» -flsa (i i i-2) -e8$^75 k 

*XSI*. fMBAXglcfcCTfrSJlitf-e**,, 
15 C2Ig 

C2XHI*. -H§i£ (I I 1-2) T*a$*v5-HP75 Kfc£tt*S5ELT-»a ( 
I 1-2) T?g$H€»75y{b^^jt1-5XST*fe€»o 
*Xgli. 1uIBB2Xglc^i:T(T^^i:^-e^5o 

20 (Dfc) 
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H °2 
B-N — S-A-N0 2 

(III-3) 



B— NH 2 



+ CI0 2 S-A-N0 2 



D2X@. 



H 0 2 
B-N — S— A— NH 2 



(II-3) 



omit, AX.m<Dm®T*t>&it£® ( I I ) Cfcl^ XtfNHS0 2s ntflT-feSfc 
£W ( I 1-3) m&?Z>*&T!&Zo 
5 D1Ig 

Dll*§ld\ TS^bZJlfr-Wni) K££aS£U -flSst (I I 1-3) t?^$*i 

10 J5Jfcl*iI«> »M©#fiT-Cffiil=m>*i*. 

«ffl**i€»JHfcLTI*» *fiJ6lcl»*47L«:lt*ittttlrl»3ei*<i:<. fl*.tf*!Stfc 

15 Kfcafitt- 2 0°C7bM 1 0 ottsmrtu »aicl*- 5°C7bM 5 Ot-eff*>*i*. 

m-cfc y , aizi* 1 isiams i 6 B$M-e&«. 

D2I1 

D2X*1I*> -j&st (I I 1-3) T?JR*tt*=hP^;U7>>7S RMHfc*«7cL 
20 T, -Uftst ( I I -3) T'g$tl-575y X;U7^->75 Kfca**ttSW*X«-C** 
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(Ej£) 



E1IS 




B-S0 2 CI + H 2 N-A-N0 2 



OH-4) 



E2XII 



Oz H 
B-S — N-A-NH 2 



(11-4) 



5 Emts AXmomm-efoZibS® (II) iCfcl^T* X#S0 2 NH, ni&<1 T«fc-5ib 

c 1 1-4) *sjfi-r«*aT?fc*. 

E-1I1I*. -ftS (I I I — 4) r*S$tlS7.;U7^->75 
10 *i8tt, DiiafcSCTfrSctffT?**. 

E2XH 

e 21*11*, -flaa (i 1 1-4) -Q&Zto-hnx)\,?* % sTS hMbfca*asL 

T\ -fiSxC (I 1-4) T»*$*lft7S/X;U7*>75 Kfc^Hfttfct^SiaTf** 



15 



*iai*> B2iaic*i:TfTdct*<Tf*« 0 



(F») 




s 



I >~NH 2 



(11-4) 
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F1XH 

F1I8I*, -iSsfc (I I -4) T*«*:ft* 2 -*7VN-JU7S 
O F1Xg ,r-S 

NH 2 



(II-4) 



J- Am. Chem. Soc. , 72, 3722-3725 XI* Bui I. Soc. Chim. Fr. , 1958, 1437-1439 1=12 

10 £>•&„ 



F 2Xg 

O F2I8 r< S . 



b N 
(11-4) 



NH 



12 



F 2X8I& J^T<7? J. Indian Chem. Soo. . 51, 1031-1034, (1974)fCfi!|ta)$&lc¥CT» 
15 *$*i*2-^77-^75>BUitt:*1»*iaTf**. 

20 -$/*7-JU7-fe h75 K, N s N-i?^^;u*;UA7S K©*3£73 Kflk 7-ir hX 
StSfflRI*- 2 OtftS 1 O O^-CffirtU »»=(*- StnS 5 0«teT?fxt?*l*o 
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m?fcy, »ar::r*5ii#iwjs2i 6^-efc5 0 
5 dttfrttJ|£#JKU jJcSf-csWML A, IbKtti^- h 'J * A s &7K 

ihxi^Mitmsms^ tavbVyyj-mmis aa&git*i7?&ttt-«z 

10 

15 c*i&©whi*, »aj wilt* m ill, T>=h-;k v;^h;i 

«Ba;i/5">A, >*S§^5>g£77*i^A0cfc3fcJ£IIJ£^#fc ; jgBftftftftJI' 
20 ^A©«k5<p«Htt ; «»*^5>*A0«fc5fc«|«i ; &Ilrt;^X>Aa)*?fcSfc&& 

25 HJ^Aig; ^'J^^MJ^A, 7^ WUttH^+S/SA©* 5*5^ U^UfiftSft 

o ) « ISM t KP+v^Ptf;Hr;un— fc KP^i^PbfyM^Hz^ 

p-x, #'jtr-/utrp'j h*x -?<?p:f-;k Stf* ltt8E«»fflfcPl»G>fc^***(f 
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, *uy-;ua>j:d&7xy-;i'»; **n-y— ft Pnffife; atf» v;nf>Bt* 

1 TlfcLTO. 0 0 1mg/kg (»*U<(** 0. 0 1 mgAg faM) * ±M 

tLXs 5 0 0mgAg{*fi (»SL<I*, 5 0mgAg{*fi) HMtftSteattftKli* ' 
1 (SUM y , TRfc L-C Q. 0 0 1 mg/kg t*E (» « L < It, 0 . 0 1 mg/kg ftS) „ ±Rg 
tLXs 5 0 OmgAg ftM (ff£ L < li, 5 Omg/kg {$;£) £ 1 B =H y 1 TiMffcEimtflc 

15 . fccriftJW*c:£j&<S*u\ 

f/l^^ (TMS) *ffll\fc. 
OBJMM) N- (4->f-;U7i=jW- (2-?PD-5--h07i-^) A;M?4r 

;U7-'J>0. 3 3 0 %^ i y^^-)V7 A l H7S K (DMA) 1 OmL(=»»Lfc» 
25 Jtll, 2-5PD-5--hP$Ifi^P'J KO. 745g^MS-e»D^ 3^1^^ 
Lfco JSK«(=»»X^U5mLai;fiSdlW*3 0mL*JP*, 1 *|HJ8H*Lfc«, ft 

asu -fv^p^n-f^ (ipe) icreafcfc, *bu anEs»ft^*o. 759 
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'H-NMR (400MHz, CDC l 3l TMS):<5 (ppm) 2. 36(1H. s). 7. 21 (1H, d, J=8. 3Hz) . 7.26(1H,s), 7. 
51 <1H. d, J=8.3Hz), 7. 65 (1 H. d, J=8.8Hz), 7.77(1H,s). 8. 26 (1H. dd, J=8. 8, 2.7Hz), 8.61 
(1H,d. J=2.7Hz) 

5 (H!60!|2) N — (4-7i2j|,7i-W - (2-^OP-5--hP7i-;W ±)\, 
7tW5 K 

4 - 7 x -J17- 'J > • ttgfttt 0. 229g^tf'Ji;>3mL (Cftjff Lfcjg&IC 2-£ 
PP-5--hP$JilSK^P l J KO. 294g$BS^*n^ -«M»i*Lfc. £&ttlC 
H&X f/l/5mL AtfttftM* 3 0 m L * 1 B#Pfl jttf Lfc&s $f.l:*20mLf 
10 JtoiUlfcUfc. ffitULfc&AgWDu ttMtU tlieitiMbdfllo. 27 0g^S^f: 

'H-NMR (400MHz, CDC 1 3, TMS) : <5 (ppm) 7. 34 - 7. 81 (1H, m) . 7. 43-7. 48 (2H, m) . 7. 59 - 7. 7 
4(7H.m), 7.89(1H,s), 8 ; 28 (1H, dd, J=8. 8. 2.7Hz), 8. 65 (1H, d, J=2. 7Hz) 

15 (Mfc093) N — (4-^^U5 1 7V f -;U-2--l';U) - (2-^PP-5--hP7i 

2-75>'-4-^f^f7';-;i/0. 380g, 2 P P- 5 -.=. h P$J§.#&0 
• 67 1 gft&tflci, T -M/f-^S^/-^ (CDI) 1. 079gffh 
7tHP77>(THF) 2 0mLI=»»Lfcfc, 1 6B#K*D^J13iELfe 0 
20 **»>'J*y;U*9A^PVh^7-r.- (^*#>:H«X^U=3 : 2 (#f»it) ) 

T»»8U I PE*<sJttA<b« 2§S&LT, tNBigHbfttto. 1 5 5 g0M£ttfc. 

, H-NMR(400MHz,CDGI 3 ,TMS):5 (ppm) 2.00(3H,s), 6.59(1H,s), 7. 62 (1H, d, J=8. 8Hz) , 8. 
28(1H.dd, J=8.8. 2.7Hz). 8. 58(1H. d, J=2. 7Hz). 11.75(1H,bs) 

25 (^II50!|4) N— (5->f;w;-^-2--fW - (2-^7PP-5-zhP7ir 

2 -7 5 y - 5 - > 0 . 264g, DMA 5 m LfcfctflC 2-£ P P- 

5-=hPj?M^PU ko. 5 6o gt ky, *ttflii=E«Lfc*tti=tti\ «iei 
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, H-NMR(400MHz,CDCI a .TMS):5 (ppm) 2.34(3H,s). 6.32(1H.s), 7. 71 (1H. d, J=8. 8Hz) , 8. 
35(1H.dd, J=8.8. 2. 7Hz). 8. 57 (1H. d, J=2. 7Hz) 

(11^5) N- (3-7x-)C?x.-fl,) - (2— i7PP-5-^hP7i-;U) ±)l># 
5 +-9-5 K 

3-7i-;U7-'J> • ttifettO. 23 9g s tf'J^>5mL«:P>lK(=2— >7PP-5 

-- hp$m#i££ p 'j ko. 3 o 7 g,*: y, garni icc«Lfc*3*(citt\ mesh 

fc£^0. 309g<D$£JI£*#fco 
, H-NMR(400MHz,CDCI 3 .TMS):5(ppm) 7. 35 - 7. 40(1H, nO, 7.41-7.52(4H.m), 7.60-7.67( 
10 4H,m). 7.86(1H.s), 7.94(1H,s), 8. 26 (1 H. dd. J=8. 8. 2.7Hz). 8. 63 (1H. d. d=2. 7Hz) 

(H^6) N- (4-^ h^>-3-7i-W Z>x-)l- (2--5;PP-5--hP7 

(4-* h^-3-^2L-)l) 7-'J>-£l£&0. 478 g, t?" J S> >5 m L & & 
15 tflC2-£PP-5--hP£E#^PM KO. 53 5gJ:y» Slffi0»2|cEttLfca 

'ai cm\ ana § Mfc^ o . 5 s e g ams* 

1 tt-NMR(400MHz,CDCI3,TMS):<5(ppm) 3.95(3H,3), 7. 31-7.46(4H,m), 7.63 - 7.69(3H.m 
), 8. 27<1H. dd. J=8. 8, 2.7Hz). 8. 67 (1 H, d, J=2. 7Hz) , 8. 54 (1H, d, 2. 2Hz) 

20 (HJ&097) N- (2-7i-;i7i-;i/)- (2-^PP-5--hP7i-;i/) 

2-'7i-;UT-'J> • i&gg&O. 251 g v tf'Ji»5mLfc&tf(C2 — JPP-5 

— — hp $as&* p y k o . 3 2 2 g ck y . ttfl i \zmm Uzxmz.m.\ hie u m 

it£®0. 3 23 gftSASftfe. 

25 , H-NMR(400MHz,CDCI 3 .TMS):<5 (ppm) 7. 27-7. 34 (2H. m) , 7. 39-7. 54 (7H, m) . 7.90(1H,s), 
8. 18(1H.dd, J=8.8, 2. 7Hz). 8.45(1H. d, J=8. 1Hz), 8. 53 (1 H. d, J=2. 7Hz) 

(gfl50«8) N— [4- (2-fcf'J^U) - (2-£PP-5--hP7x- 
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4- (2-lf iJS?;U) 7- l )y -i&Mi&O. 320g, fc? 'J^>5mLfcbtf|::.2->7 
PP-5--hP$Ifi^i3'Jh , 0. 347gJ:iJ, «t«UcB«Lfc*flcICtti\ 
MBiMbftttO. 3 8 8 g0fgA£ftfc« 

'H-NMRC^OMHz.CDCIs.TMS):^ (ppm) 7. 22-7. 26 (1 H, m) , 7. 66 (1H. d. J=8. 8Hz), 7.72-7.79 
5 (4H,m). 8.05(1H,d. J=8.8Hz), 8.08(1H,s), 8. 27 (1H. dd, J=8. 8. 2.7Hz), 8. 63(1H, d, J=2. 
7Hz), 8. 69 C1H. d, J=4. 7Hz) 

(Sttft9) N- [4- (4--hP7i-Jl') 7i-;U] - (2-£ PP-5-^ hP 

10 4- (4--hP7i-;W 7-'J>0, 344g, DMA5mL4.f,U:|:2-^Pn 
- 5 -- b P'JKO. 4 2 4 g <fc y , ggjjfc0ij 2 icfEIS Lfc*ai=ttl\ «|g 

iWfc£1fcO. 6 25gG>f£££ftfco 

'H-NMR(400MHz.CDCI 3 ,TMS):<5(ppm) 7. 84-7. 89 (4H. m) , 7. 92 (1H, d. J=8.8Hz). 7.92(2H,d 
,J=8.8Hz), 8.31 (2H.d, J=8. 8Hz), 8. 36 (1H. dd. J=8. 8, 2. 7Hz), 8. 52 (1H. d. J=2. 7Hz), 10. 
15 93 (1H, s) 

(HiSflli o) n — [4- (6-*w<Z' x / ! ?-7>S— ;u-2--r;i/) - (2 

-^pp-5-zhn7i-M *;u7j?^-y-5 K 

4- (6 7^77-^-2-^^) 7-'J>0. 3 53 g, D MA 5 m L 
20 ^P-P-5-=KDSA*||^pij KO. 3 4 9gJ:U« Xttfflllcgg«L 

fc»ft[Cttl\ «ElWfl:**0. 6 14g(D^Mff:. 

'H-NMR (400MHz, DMS0-d 9 , THIS) : 5 (ppm) 2. 47 (3H, s) , 7. 36 (1 H. d. J=8. 5Hz) . 7. 89-7. 94 (2H 
,m), 8.11(1H,d, J=8.8Hz). 8. 37 (1H,dd, J=8. 8, 2.8Hz), 8.55(1H,d, J=2.8Hz), 11.04(1H. 
s) 

25 

(^JS0!M i) n- (3-^f;i,7i-/W - (2-^ aa- 5-- b-azPx-ju) 

m- MK^O. 269g, DM A 5 m L btflC 2 —*p U P - 5 h PSS#^ 
*Q'Jh*0. 66 3g«fey, 5a6«2(CE«Lfc*ai=ftt\ »Ei«Hbd»0. 677 
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1 H-NMR.(400MHz,CDCI ai TMS):<5 (ppm) 2.40(3H,s). 7.04(1H, d. J=7. 6Hz), 7. 29 OH. t, J=7. 
9Hz), 7. 41 (1H, d. J=8. 1Hz), 7. 74-7. 84(1 H, nO. 8. 27 (1H, dd. J=8. 8, 2.7Hz), 8.61(1H,d,J 
=2. 7Hz) 

5 

2) N — (4-IWi-;i.) - (2— i7PP-5--hP7i-;U) ±Jl 
4-X^;uy~ ij>0. 280g» DMA5mL/ibU!|:2-^PP-5-- hP£& 

Wfn'JKo. 6 i Og«ky, **«92(cE«Lfc*ai=l£l\ ffGlKft^o'. 6 

10 .7 6gOe«$»fc. 

'H-NMR (400MHz, CDC l 3 , THIS) : 6 (ppm) 1 . 25 (3H, t, J=7. 6Hz) . 2. 66 (2H, q, v*=7. 6Hz) , 7. 24 (1 
H,d,J=8.4Hz), 7. 54C1H, d. J=8.4Hz), 7. 66 (1H. d, J=8. 8Hz), 8. 26 (1 H, dd. J=8. 8. 2.7Hz), 
8. 61(1H,d, J=2. 7Hz) 

15 (HJitfiji 3) N- (2-if;i/7i-/u) - (2--J7PP-5-- hP^x-;u) a;u 

2- X^;UT-'J>0. 269g s DMA5mL&btffC2-£PP-5--HP£il 

20 'H-NMR (400MHz. CDC l 3 , TMS) : 6 (ppm) 1 . 28 (3H. t, J=7. 6Hz) . 2. 69 (2H. q. J=7. 6Hz) . 7. 21-7 
.33(3H.m), 7.68(1H.d, J=8.8Hz). 7;80(1H. s). 8. 28 (1H, dd. J=8. 8. 2.7Hz). 8.67(1H.d.J 
=2. 7Hz) 

(Stfflftl 4) N- (3-X^U7i^)U) - (2-JPP-5--hP7i-^) 
25 ^"9-5 K 

3- X^;U7~ ij>0. 21 Og, DMA5mLfcbW:2->7PP-5-:i hn£ll 

m**p'jko. 458gj:y, mmm2\znmLtzi:mzfei\ ^tBgw^^o. 3 

'H-NMR (400MHz. DMSO-dg. TMS) : S (ppm) 1.19 (3H, t. J=7. 6Hz) . 2. 61 (2H. q. J=7. 6Hz) . 7. 00 
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(1H,d. J=7.8Hz), 7.28(1H,t,J=7.8Hz), 7.51 (IH.d, J=7.8Hz), 7.58(1H.s). 7.89(1H. d, J= 
8.8Hz), 8. 34(1H, dd,J=8.8, 2.7Hz), 8. 45(1H. d, J=2. 7Hz) 

(HJSffin 5) N- (4-^ne;u7i-;u) - □- 5-~ hP^x-;u) ± 

5 ;U/H+-y-5 K 

4-^Ptf;bT-'J>0. 340g, DMA5mLfc£>tf|C2 — *PP-5-^hP$ 
E#gg* p V Kb. 6 6 4 g J; y , HffiflU 2 [cfEit Lfctf £r=ttt\ <iiBS #Kb£4& 0 . 
677g©gS$ffc, 
'H-NMR (400MHz, DMSO-d,, TMS) : 6 (ppm) 0. 89 (3H, t, J=7. 3Hz) , 1 . 58 (2H, m) , 2. 54 (2H. t, J= 
10 7.6Hz), 7. 19 (2H,d, J=8.4Hz), 7. 60 (2H, d, J=8.4Hz), 7. 89 (1H, d, J=8. 8Hz), 8.33(1H.dd,J 
=8.8. 2.7Hz). 8.44(1H,d. J=2.7Hz), 10.62(1H.s) 

(HM 1 6) N — (4-^>fil7i^) - (2-^PP-5--h07i-;i<) * 

15 4-^>^;U7- ij>0. 300g, DMA5mL^bVIC2— i7PP-5-^hP$ 
EWStf p 'J K o . 4 8 5 g J; y s HJS^J 2 Lfc*ai=ttt\ ^15B Wfc£*o . 

5 14g©»itHfc. 

'H-NMR (400MHz, CDC I „ TMS) : 6 (ppm) 0. 90 (3H, t, J=6. 9Hz) , 1 . 28-1 . 38 (4H. m) , 1 . 58-1 . 66 
(2H.m), 2.61(2H,t, J=7.7Hz). 7. 21 (2H, d. J=8. 4Hz), 7. 53 (2H, d. J=8. 5Hz) , 7.66(1H,d.J= 
20 8.8Hz), 7.77(1H, s), 8. 26 (1H, dd, J=8. 8. 2.8Hz), 8. 61 (1H, d, J=2. 8Hz) 

7) n — (4-^;u^i/^i-;u) - (2-^pp-5-- hoy^-jv 

4 *r*sT- l ) s sO. 267 g> DM A 5m t>tflC2 P P- 5 V 

25 p^sw^p'jko. 4 27 ge ky s sufc«2(=E«Lfc*aii=tti\ us nib** 

0. 5 1 3 ga>ttA£m:. 

'H-NMR (400MHz, DMSO-de. TMS) : <5 (ppm) 0. 94 (3H, t, J=7. 4Hz) . 1 . 39 - 1 . 48 (2H. m) , 1 . 65- 
1.73(2H.m). 3.96(2H,t, J=6.5Hz), 6. 94 (2H, d, J=9. 0Hz). 7. 60 (2H, d. J=9. OHz) . 7.88(1H, 
d,J=8.8Hz). 8.33(1H,dd,J=8.8. 2.8Hz). 8. 43(1H, d. J=2. 8Hz). 10.54(1H,s) 
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(Htfeflfll 8) N- (4-h l J7^ta>f/l/t*'>7i-Jb) - (2-2PP-5-- 

ha7i-;i/) *;utK+-9-5 h* 

4- bVVlHtn —\)Z/Q. 3 1 Og, DMA5mL<Ct»t;(C2--i7P 

5 p-5-^hP £ ASIft* PUh'o. 4 6 2 g «fc y , 2 icffiiS Lfc*Scl=fl£l\ « 
15 g ftfcfttt 0 . 5 4 1 g <D$gii£ #fco 

'H-NMR (400MHz. DMS0-d 6 . TMS) : S (ppm) 7. 40 (2H, d, J=8. 5Hz) , 7. 81 (2H, d, J=8. 5Hz) . 7. 90 
(1H,d, J=8.8Hz), 8.35(1H,dd. J=8.8, 2.7Hz). 8. 50(1H. d, J=2. 7Hz) 

10 (Hit50ljl'9) N- (2-^V^Pbf;i/-6-^^U7i-^) - (2-^PP-5-- 

2--<V^'Ptf;U-6-^5 1 ^7-'J>0. 3 09g, DMASmL&btf^-^P 

n - 5 -=. h n$ASi9 □ y K o . 5 4 6 g £ y , Hfl50iJ 2 icfEiS Lfc*;£lcfti\#ig 

tl« '>'J*^*7A^a7^77-f- : B»I^=2 : 1 (#fli£s v/v 

15 ) ) izxmmu iPEicrmb, miLx. mamit^o. 63 o s <D®&$ntz 0 

, H-NMR(400MHz,DMS0-d 6 ,TMS): <5 (ppm) 1 . 26 (6H, d, J=6. 9Hz) , 3. 23(1H. sept, J=6. 9Hz), 7 
.17(1H,m), 7.23-7.31 (2H.ni), 7.45(1H,bs), 7. 69 (1 H, d, J=8. 8Hz) , 8. 28(1H, dd, J=8. 8, 2 
.8Hz), 8.64(1H,d, J=2.8Hz) 

20 , (HE^20) N- (4-i/7/7i-^) - (2-^DP-5--hQ7i-^) 

4-i>7/7— M>0. 25 1 g s DMA5mL^bt;i:2-^PO-5-- hP$A 

25 'H-NMR (400MHz, CDC l 3 , TMS) : <5 (ppm) 7. 68-7. 79 (3H, m) , 7. 81 (2H, d. J=8. 6Hz). , 8. 09 (1 H, s 
). 8. 31 (1H. dd, J=8. 8. 2.7Hz), 8. 63 (1H, d. J=2. 7Hz) 

(Slffl&0iJ2 1) N — (3-*>7V 7i-;U) - (2-^DD-5--hP7i-W 
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Z-*/7J7- l )^0. 255g, DMA5mL35:&t;[C2--i;pq-5--hP$S 
WtfP'JKO. 559 ge fcy, Httfl2lcffi«L*:*j*[ctt^ WBIftftMo! 6 

1 6g(Digg$f#fco 

'H-NMR (400MHz, CDC l 3 , TMS) : 5 (ppm) 7. 50-7. 56 (2H. m) , 7. 70 (1 H. d. J=8. 8Hz) . 7. 84-7. 87 
5 (1H,m), 8.02(1H,s), 8.07(1H,s), 8. 31 (IH.dd, J=8. 8, 2.7Hz). 8. 64 (1 H. d, J=2. 7Hz) 

(HJ60922) N— (2-<>7^ - (2-£PP-5-^ hP7i-/l/) 

2->>7;7-U>0. 279 g> DMA5mL35:bi;{C2-'57PP-5--hP$E 

io p k o . e 2 3 g .j; y , mmm 2 icie® Lfc*aictti\ me s 0 . e 

8 2g0$SJi£*#;fc o 

'H-NMR (400MHz, CDC l 3 . TMS) : <5 (ppm) 7. 30(1H, t. J=7. 7Hz) , 7. 66-7. 72 (3H, m) . 8.33(1H,d 
d.J=8.8, 2.7Hz). 8.50(1H.s). 8. 56 (1H, d. J=8. 4Hz), 8. 71 (1H, d. J=2. 7Hz) 

15 (Hi£0lj23) N — (4--hP7i-;i/) - (2--{7PP-5-- hP7i~;U) 

4--hP7-'J>0. 285g, DMA5mL*btflC2— i;PP-5--hP$,t 

mm<? p 'J k o . 5 4 5 g «fc y , ntsey 2 iztm Lfc3jaiciti\ 1112 s ttftdtt 0 . e 
1 9g05iiea^mc= 

20 'H-NMR(400MHz,DMS0-d 8 ,TMS):<5(ppm) 7. 93 (1H. d, J=8. 9Hz). 7. 96 (2H. d, J=9. 2Hz) , 8.31 
(2H,d, J=9.2Hz), 8.38(1H.dd, J=8. 9. 2.7Hz), 8. 59 (1H, d. J=2. 7Hz) , 11.32(1H.s) 

(^it#|24) N — (5-=.hPtf'Ji?>-2— ()[,)- (2-£PP-5--hP7x- 

25 2-7S/-4-^hPtfUv>0. 293g, DMA5mLfc£>tf|C2-$ PP-5 
-=f»p£A*B*py KO. 556gJ:y, **«n(=|B«Lfc*af=ttt\ WSitt 

ib^O. 62 7g0)i^a*fifc. 

'H-NMR (400MHz, DMS0-d a , TMS) : 6 (ppm) 7. 89 (1H. d, J=8.8Hz). 8. 36 (1H. dd. J=8. 8. 2. 8Hz) 
, 8.42(1H.d.J=9.2Hz). 8. 58(1H, d. J=2. 8Hz). 8. 72(1H. dd, J=9. 2. 2.5Hz), 9.23(1H,d.J= 
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2.5Hz), 12.00(1H,s) 
(HS50II25) N— (3--hP7i-;U) - (2 — 57PP-5-=.hP7x-;U) 
5 3-=.KP7-'J>0. 274g t DMA5mL!S:C)U!|:2-^PP-5--hnSI 

M^P'JKo. 5 24g*y; S»«2lrE«Lfc*ai=*tV *EI»ftfi*o. 6 

'H-NMR(400MHz,DMS0-d 8 ,TMS): 5 (ppm) 7. 70(1H, t, J=8. 2Hz), 7. 93 (1H, d, J=8. 9Hz) , 8.00 
-8.04(2H,m). 8. 38 (1H. dd. J=8. 9, 2.7Hz), 8. 58 (1 H, d, J=2. 7Hz) , 8.74(1H.bs), 11. 20(1H 
10 ,s) 

(HJi0!l26) N- (4-Ih^>A^f-^7i=;i/) - (2-£PP-5--hP7 

4-75; SllllfJUXfJl' 9 . 8 8g s DMA5 0mL/cC?>^l-2-^PP- 
15 Ki 4. 47g«fcy, **«2lcE«Lfc*ftl=ttL\ *B1 

ttfl:** 2 0. 3 3 g ®|M * fcfc. 

'H-NMR (400MHz, DMS0-d 9> TMS) : d (ppm) 1 . 33 (1H, t, J=7. 1 Hz) , 4. 31 (2H, q, J=7. 1Hz) , 7. 85 
(2H,d, J=8.7Hz), 7.91 (1H. d, J=8. 8Hz) , 7. 99 (2H, d, 8. 7Hz) , 8. 36 (1H, dd. J=8. 9, 2. 8Hz), 
8.53(1H.d, J=2.8Hz). 11. 05 OH, s) 

20 

(mmmzi) 4- c (2-i?pp-5--ho7i-W 

HS50«2 6T*#'b4x7iN- (4-xh^>*;u7H-;u^x^;u) - (2-£PP-5- 
-hP7i-ll/) *;U/K^r-9-5 h*1 9. 55g$i;^+-9->1 0 Om LId»*Lfc*lC, 
1 N-*IWb+ h V7A8 4ml_£ft];L, 3 BRUSS-efifeMLfco JRJS***ET»» L 
25 *3 0QmL*Jnit» **)MPT, 1 N-ttB9 Om L £$Jni£#Lf:: 0 £MUz 

, H-NMR(400MHz,DMS0-d 8 .TMS): 5 (ppm) 7. 82(2H. d, J=8. 7Hz). 7.91 (1H.d, J=8.8Hz), 7.97 
(2H.d.8.7Hz), 8.36(1H,dd. J=8. 8, 2.8Hz), 8. 52 (1 H, d. J=2. 8Hz) , 11.01 (1H.s) 
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(HJS092 8) N— (2-^DP-5--h07i^) - (2-<7 PP-5-- hP7 

2— {70P-5-- hP7-'J>0. 348g, DM A 5 m LfcibtflC2-£ P P - 5 
-- hPgemt^P'J KO. 532gJ:y» Jtm2(=£|ftLfe#&(±iei\ $fEiM 
5 it£®0. 708gfl5|gi$j|fc o 

'H-NMR (400MHz, DMS0-d 8 , THIS) : 6 (ppm) 7. 89(1H, d, J=8. 8Hz), 7. 91 (1H, d, J=8. 8Hz). 8. 15 
(1H,dd, J=8.8, 2. 7Hz), 8. 37 (1H, dd, J=8. 8, 2.7Hz), 8. 65 (1 H, d, J=2. 7Hz) . 8.88(1H,d,J= 
2. 7Hz),. 10.83(1H, s) 

10 (11116002 9) N— (3, 5-i?- t-^l/-4-t h'P+^i-'W - (2-£P 
Q-5--hP7i-^) A;U/t?*-*5 K 

3, 5-t?- t -Jf-Jl-A-t, KP+i/T-'J^O. 500g, TH F 1 OmL&&. 
t;i=2-^DP-5-=hP*J|lM^P'J KO. 538 g5 fcy, iZtffiLtz* 

aci=«ei\ mib i «nt*«B o . 6 4 5 g am** 

15 'H-NMR (400MHz, CDC l 3 ,TMS):<5 (ppm) 1.47(6H,s), 5.20(1H,s), 7.43(2H,s), 7. 66 (1H. d, 
• J=8.8Hz). 8.26(1H.dd, J=8. 8, 2.8Hz). 8. 62(1H, d, J=2. 7Hz) 

(li«3 o) n— (3 -K>-tf>xjU^+-;u75/ -;u) - (2-£PP-5- 

20 3_K>-if>XJU^^--;U7 3y 7— 'J>0. 5 9.5g, DMA5mL!Sbi;i:2-^ 

nn-5--h p*JSL5»$ o'JKo. 6 3 3 g <fc y , SKffl 1 icES Lfc35rftl=«l*» 
ilfcl, i/'J*y;u*7A^p-?h^7-f- (^+-y-> : B»x^;u= 1 : Iv/v) Ic 
T*§S!U IPEdTBHt* ;«©LT, MeiMbtffcO. 7 00gOM«Hfe. 

'H-NMR(400MHz,CDCI 3 ,TMS): <5 (ppm) 6. 87 (1H. d, J=8. 1Hz), 7. 21 (1H, t, J=8. 1Hz), 7.38(1 
25 H,d, J=8. 1Hz), 7.54-7.66(4H,m), 7. 80-7. 82 (2H, m) , 7. 87 (1H, d, J=8. 8Hz), 8.33(1H.dd,J 
=8.8. 2.8Hz), 8.44(1H.d. J=2.8Hz), 10.38(1H,s). 10.69(1H,s) 

(Hli<5fl3 1) N- [ [3- (tfP'Jv>-1 -4M - (2- 
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[3- (tfPMe»-i -- r;u)-a;i/jK=;u] 7-')> • tm.&o. 244g s tf'js? 
>5mL/ e j:?)t;ic2-^pa-5-=.hP$Jil§^P , J Ko. 300g<fcy, Hifi0iJi 
l=B«Lfc*ai=tti\ UGltiMbftlfeo. 3 19g0)M£fffc. 

'H-NMR (400MHz, CDC l 3 ,TMS): <S (ppm) 1. 85-1. 93 (4H. m). 3. 36-3. 45 (4H. m) , 7.27(1H,d,J= 
5 8.1Hz). 7.41(1H,t,J=8. 1Hz), 7. 65 (1H. d, J=8. 8Hz). 7.70(1H.s). 7. 91 (1H. d, J=8. 1Hz), 
8.26(1H.dd. J=8.8, 2.7Hz). 8. 50 (1H, d, J=2. 7Hz), 9.09(1H,s) 

(Hifi0iJ3 2) n- [4- C4-*f-;i,*:/-t?:/) x;u7^--;u75y - (2 
-£pp-5-- hP7irju) *;UTt?dp-9-5 K 

10 4- (p- h^X^^U^^-yUTS/) 7-'J>0. 308g, DMA5mi_&£tf 
|C2— <7PP-5-xhP$,l^i$£P'J KO. 310gJ:iJ, M«2l=ffi«Lfc*ft 
l=ttl\ MBSKMbSttO. 5 1 6 g0€ft$flfc a 

'H-NMR (400MHz, DMS0-d 8 , TMS) : 3 (ppm) 2. 34(1H. s), 7. 08(2H, d, J=8. 9Hz) , 7. 35 (2H, d, J= 
8.2Hz), 7.54(2H,d, J=8.9Hz), 7. 63(2H, d. J=8. 2Hz), 7. 87(1H, d, J=8. 8Hz) / 8.32(1H,dd,J 

15 =8.8. 2.8Hz), 8.42(1H,d. J=2.8Hz), 10. 15(1H. s) , 10. 64(1H.s) 

(HJ60O3 3) N— (*W?7y—A,-2-<(J\,) - (2-^PP-5--hB7i- 
2-T5y^>V r 5 i 7V f -;U0. 3 1 2g, DM A 5 m L &bt£|C2 — £ P P — 5 — — 

20 hDilll^n U Ko. 5 o 3 g«k y» *fcfl2fcE*Lfc*Sji=fl£i*s MBltfft:* 

'H-NMR(400MHz,DMS0-d 8l TMS):(5(ppm) 7. 58 (1H. t, J=7. 1Hz), 7. 67 (2H, d, J=7. 2Hz) , 7.75 
-7.79(2H,m), 8. 08 (1H. d, J=7. 9Hz) , 8. 19 - 8. 28 (2H, m), 8. 77 (1H, d. J=2. 8Hz) 

25 (^!6093 4) N— (6-- hP^^ x /¥7 ;U-2—OtO - (2-^PP-5--h 

2-75^-6-" hP^>7^7\/-;UO. 421 g, DMA5mLfc&tf(C2-£ 
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'H-NMR (400MHz, DMS0-d 8 . TMS) : <5 (ppm) 7. 95 (2H, t, J=8. 9Hz) , 8. 32 <2H. dd, J=8. 9. 2. 4Hz) 
, 8.41(1H,dd, J=8.9, 2.8Hz), 8. 70(1H, d, J=2. 8Hz), 9. 13 (1H. d, J=2. 4Hz) 

(HiS0!3 5) N — (4-7i-^7 , /Hl/-2-'fJl/) - (2-£nn-5-=.hn 
5 7i-;U) 13)\,#*VZ K 

2-75y-4-7i-;^7 i ;-/l/ ■ gitfcmM&Z. 5 3g, e>Ji?>2 0mL/d: 
&tflc2-*pp-5"-=hP£J&M*py K2. 1 2g£y, JHfcffll £lfflf&#j£ 
•CftSU S/'jatf/uavA^PVF.^?*- :ftifcWI,= 3 : 2v/v) ^ 

10 , H-NMR(400MHz.CDCI 3l TMS):<5 (ppm) 7. 14 - 7. 24(5H, m), 7. 43 - 7. 45 (2H, nO . 7.88(1H,dd 
,J=8.8, 2. 7Hz), 8.03(1H.d, J=2. 7Hz) 

(H«50>J3 6) N- [4- (2-^X-;i/) f7V- )\,-2.-<()V\ - (2-£PP-5 
15 2-75Z-4- (2-fir;i,)>7';-;u. 03 g« THF 20mL, CD I 1 . 3 

3g£&tfi=2-$>pn-5-=HP£A«&i. io g <fcy, xmunit^a? 

ill. V'JA^M^PTh^^-f- : BHfcW^ 1 : 1 v/v) ^gj 

U I PEX'Mit. SffilU SffiltfHb£ftO. 6 87 g^fc 0 
, H-NMR(40OMHz.DMS0-d 6l TOS):<5 (ppm) 7. 12(1H. d. J=5. 1. 3.6Hz), 7. 52(1H, d. J=5. 1Hz), 
.20 7.56(1H,d,i*=3. 6Hz). 7. 90 (1H. d. J=8. 8Hz). 8. 37 (1H, dd, J=8. 8, 2.7Hz), 8. 60(1H, d, J=2 
.7Hz) 

mm®37) N — [4- (3-tf'Ji?;U) f7!/-^-2--f;W - (2-$PP-5 
- - h p 7 1 ij )\,7$*-*j- 5 h* 
25 ##fl|20*j*l=J:yM**i.fc2-75y-4- (3-tf'JS?;U) f7>;-^0. 1 
81 g. DIVlA5mL/«j:P>i;iC2-^PP-5-^.KP$E#^P , J KO. 2 4 7 g <fc 

y» mm \z%m uz*mz&i\ MsnftMo. 3 0 s g $#fc e 

'H-NMR (400MHz. DMS0-d 6 , TMS) : 6 (ppm) 7. 49(1 H. dd, J=8. 0, 4. 8Hz) . 7. 92 (1 H, d, J=8. 9Hz) 
. 7.97(1H. s). 8. 27 (1H, dt. J=8.0, 2.0Hz), 8. 38 (1H. dd, J=8. 9. 1.6Hz). 8. 61 (1H. d, J=2. 
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8Hz), 9.15(1H,d, J=1.6Hz) 

(HMfl3 8) N — [4- (2-fcT'Ji^U) f7!/Hl-2-^;i/] - (2-£ PP-5 

5 2-75^-4- ( 2 - bT 'J i?;U) *77--/l/0. 324g> DMA 5ml_&S>tflC2 
-^□□-5--hP$E#^P'J KO. 442g<fey, HJte^2|C|5|gLfc*/ t i[=^ 
l\ «GStt<b£%0. 49 1g*»fc. 

'H-NMR (400MHz. DMS0-d a . TMS) : 5 (ppm) 7. 34 - 7. 37 (1 H, m) , 7. 87 - 7. 97 (4H, m) , 8. 38 (1 H. 
dt,J=8.9, 2.7Hz), 8.61-8. 63 (2H,m) 

10 

(SJM13 9) N— [4- ^77—^-2—0] ~ (2— *P 

p-5-_hP7i-;i/) ajU^; F 

2-7S/-4- (2->^;U7i-;U) f-77-;U0. 3 98g, DMA 5 m L&£> 

tflc2-*pn-5-=hn£jB*lt*ny Ko. 3 8 5g£y> Jttfcffli iciEiSLfc* 

/v) DI8U SEIWfc^O. 4 5 2g*fffc. 

, H-NMR(400MHz,DMS0-d 6 ,TMS): 5 (ppm) 2.45(1H,s). 7. 23 - 7. 31 (3H. m) . 7.42(1H, s). 7. 
57 - 7.60(1H,m). 7. 91 (1H. dJ=8. 9Hz), 8. 37 (1H. dd, J=8. 9, . 2. 8Hz), 8.59(1H,d. J=2.8Hz) 

20 (HJ&flHO) N- [4- (3-^fWiz;l,) ^77-^-2-^^] - (2-?P 
P-5--hP^x~;U) jjllst^V-Z K 

2-75/ -4- (3->f^i-;i/) f-77— ^0. 303 g, 2-^PP-5- 
-hP$l.#^0. 247g, CD I 0. 6 4 0 gfcfctflCTH F 1 OmL, <fcy> HJSfi 

25 ;U=1 : 1v/v) (C-C^IJLs 0. 1 0 5g£#fc 0 

'H-NMR (400MHz. CDC 1 3 . m): 5 (ppm) 2.32(3H.s). 6. 98(1H. d. J=7. 6Hz) , 7. 12(1H. t. J=7. 
7Hz), 7.14(1H.s). 7.25 - 7.27(2H.m). 7. 30(1H, d. J=7. 7Hz), 7; 93 (1H, dd. J=8. 9. 2. 7Hz) 
, 8. 12(1H, d. J=2.7Hz) 
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(HJfe0!l4i) n— [4- f7 , /-;i'-2-'f;i/] - (2-*nn-5 

2-75^-4- (1— f?=f-)\A ?TV-)\sO. 378 g, DMA 5m Lfc£tf[C2 

-*nn-5-=hos&A«|*Q»j Ko. 404g<fey, UttftjllcEttL^ttCtt 
5 i\ UegMibMo. 5 80g§ffe. 

•H-NMRC^OMHz.CDCU.TMSj^Cppm) 7. 02 (1H, d, J=8. 8Hz). 7. 33 - 7. 54 (5H, m) . 7.69(1H, 
d,J=8.2Hz), 7.8K1H, d. J=8. 1Hz), 7. 84(1H, d, J=2. 7Hz), 8. 1 6 (1 H, d. J=8. 6Hz) 

(S8J6fl4 2) n- [4- (2-^-7^;u) ^77-;u-2— OH - (2-$PP-5 
10 -zhP7i-Jl). k 

2-75^-4- (2— ^77-;UO. 3 98g v DMA5ml_fcibtf|C2 

-^pp-5-=haft*«fpgKO. 464g<fcy, smsffli2icB«L*:*ar=tt 

'H-NMR (400MHz. DMS0-d 8 , TMS) : (5 (ppm) 7. 49 - 7. 56 (2H, m) , 7. 87 - 7. 99 (5H, m) . 8. 09 (1 H, 
15 dd.J=8.6, 1.6Hz). 8.36(1H,dd. J=8. 8. 2.7Hz). 8.47(1H,s). 8. 62 (1 H, d, J=2. 7Hz) 

N — [4- (3, 4-«^PP7i-W ?7 7— JU- 2 —Ob] - (2 

-•i7PP-5--ho7x^;u) *;^+1t5 K 

2-757-4- (3, 4-v^7PP37x-;U) ^77~;U0. 31 3g t DMA5m 
20 L*bVIC2-'i7PP-5--hP$S#^P l J KO. 33 7g«fcy, HS(50||2|rI2^ 
Lfc*SfclCftl\ 8Kift<b£«gO. 449g^t c 

'H-NMR (400MHz, DMSO-d,, TMS) : 6 (ppm) 7. 70 (1H, d. J=8. 4Hz) , 7. 86 - 7. 93 (3H, m) , 8. 17 (1 
H,d. J=2.0Hz), 8.34(1H,dd, J=8. 8, 2.8Hz). 8. 60(1H.'d. J=2. 8Hz) 

25 (^£#)4 4) N — [4- (4-IfJI,7iZ/l,) ^7 7-JU- 2 -'OU] - (2— J7 P 
□ -5-zh07i-Jl/) 

2-757-4- (4-X5 1 JU7x-;U) 5^77—^0. 339g, DMASmL^b 
V\Z2— j7PP-5-^hP$E#^P'J KO. 43 8g«fcy, JtttflllCGttLfc* 
MGSftfcftlfeO. 3 93g|ffc 0 
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'H-NMR (400MHz, DMS0-d 6 . TMS) : 8 (ppm) 1 . 21 (3H, t, J=7. 5Hz) , 2. 63 (2H, q, J=7. 5Hz) , 7. 28 
(1H,d,J=8.2Hz), 7. 71 (1H, s), 7. 84(1H, d. J=8. 2Hz), 7.91 (1H.d, J=8.9Hz), 8.38(1H,dd,J 
=8.9, 2.7Hz), 8.61 (1H,d, J=2.7Hz) 

5 (H!fi0!|4 5) N — [4- (t e r t -■J?fl,tt*/1Jjl>#=.)l7§S ] - ( 

(4-ter t-^t+ > >*;^-;i'75/'7i-;i') 75> (4. 47g s .2 1. 
5mmolKDMA(50rnL) U btflC 2 □ □- 5 -- h P£Il#®£ □ 'J K (5. 
19g» 23. 6mmol) £&fflLT, HJfi^2{=|5|!lLfc^lC^l\ *Hi2gtfHt£ 
10 ^ (6. 96g, 8 394) 

'H NMR(DMSO, 400MHz) : S 1.48 (9H, s), 7.44 (2H, d, J=8.9 Hz). 7.58 (2H, d, J=8.9 
Hz), 7.88 (1H, d, J=8.8Hz). 7.33 (1H, dd. J=2. 8, 8. 8 Hz), 8.43 (1H, d, J=2.8Hz). 
9.34 (1H, s), 10.58 (1H, s) ; 
MS (FAB) m/z: 391 M + ; 

15 

(Hifc0!l4 6) N- [4- (3-<7PP-4->^U7i=.;U) -5-^J-)^7V— )l> 
-2-<OW - P-5-- hP7i-;U) Ailt^S h* 

2-757-4- (3-<i7PP-4-^f-;U7xi:;U) - 5 ^1/^77— HO. 3 
20 68g, DMA5mLJjfbt;iC2-^PP-5-^HP$ / f#^^P l J KO. 407g«k 
y, ^fiE0iJl ICl5mLyr^;Slr^t\ JHegBWb^&O. 5 1 0g£f§fc o 

, H-NMR(400MHz,DMSO-d 6 .TMS) :<5(ppnO 2.39(3H.s), 2.52(3H.s). 7. 47 - 7. 52 (2H. m) . 7. 
64- 7.69(1H,m). 7. 89(1H, d, J=8. 8Hz). 8. 36(1H, dd, J=8. 8, 2.8Hz), 8. 56(1H, d, J=2. 8Hz) 

25 (^KE0IJ4 7) N- [ (4, 5-^>^;U) ?77-;U- 2-^/U] - (2--J7PP-5 

2-7S/-4, S-iJ^fWy-A-MSO. 182g s eMS»5ml_fc& 

r;ic2— j7Pp-5-^hP$mw^p'j ko. 304g*y, n^2i=iBi2Lf=7j 

3*ICttl\ gfgg Wfc^ttO. 28 1 g£#fc 0 
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'H-NMR (400MHz, DMS0-d 6 , TMS) : 6 (ppm) 2. 08 (3H, s) , 2. 31 (3H. s) , 7. 62 (1 H, d. J=8. 8Hz) , 
8.27(1H,dd, J=8.8. 2.7Hz). 8. 63 (1H, d, J=2. 7Hz) 

(Hli0!J48) N- (S-^P^T'/— JU-2-- f;U) - (2— J7PP-5--K07 

2- 75/-5-^PW;-;b • JMbftHttttO. 677 g, lf'Ji5>5mL^b 
WC2— >np-5-=hPSfA*II^P'J KO. esogjcy, ISifcflJI lcfE$&Lfc£ 

£(c&i\ «ei KHbfttt o . 4 2 s g zmzo 

'H-NMR (400MHz, CDC l 3 . TMS) : 6 (ppm) 7. 00 (1H. s) , 7. 74 (1H. d, J=8. 8Hz) . 8. 38 (1H. dd. J=8 
10 .8, 2.7Hz), 8.68(1H,d. J=2.7Hz) 

(HJS0IJ4 9 ) n- (4-e>Ji;;u) - (2-^PP-5--hP7x-;U) -kjuiRtt 
5 K 

4-7Sytf'Ji^>0. 421 g* DMA1 OmLfc£7j:[C2-£PP-5-=hP$ 
15 Afil^Dij Ki . 0 8 g <fcy % l=EttLfc*3*lc|tl\ aiBittHttffeo. 7 

8 8 g zmtzo 

'H-NMR (400MHz, DMS0-d 6 , TMS) : 6 (ppm) 6. 27 (2H. d. J=6. 2Hz) , 7. 92 (1 H, d, J=8. 8Hz) . 8. 37 
(1H, dd, J=8. 8, 2.7Hz). 8.52(2H,d,J=6.2Hz), 8. 55(1H, d. J=2. 7Hz). 11.10(1H,s) 

20 (0U£0i]5O) N — (3-e'j*;;u) - (2-<paa-5--ba-px-ji) 
5 K 

3- 7S.S WJyO. 321 g v DMA5mLfci3t/|C2--$7PP-5--.=.hP$J& 
P 'J K o . 8 2 5 g * y . HJfctfij 1 (cleft Lfc*SM=ttt\ gci ftHtdtt 0 . 8 

2 o g $mz. 

25 , H-NMR(400MHz,CDCI 3 .TMS):5 (ppm) 7. 38 (1H. dd. J=4. 8, 8.3Hz). 7. 69 (1H. d. J=8. 8Hz), 
8.19(1H.s). 8.28-8.31(2H.m). 8. 44(1H. dd. J=4. 8, 1.4Hz). 8. 63 (1H. d. J=2. 7Hz). 8.68 
(1H. d. J=2. 5Hz) 

(HSfi0g 5 1 ) N — (6-^^U-tf'Ji^>-2— - (2-^PP-5--FP7 



WO 01/83427 



PCT/JP01/03655 



-36- 

-6->^-;Utf'Ji?>0. 314gs DMA 5 m L £ £ [C 2 - £ PP-5 
-=hti£Ml&$n 'J KO. 7 03 g*y, msMl Cc83«Lfc*aicttt\ « aw 

5 , H-NMR(400MHz,DMSO-d B .TMS):5(ppm) 2.43(3H.s), 7.07(1H,d, J=7. 8Hz), 7.76(1H,d.J= 
7.8Hz), 8.01 (1H,d, J=7.8Hz), 8. 31 (1H. dd, J=8. 8. 2.7Hz). 8. 42 (1H, d, J=2. 7Hz) , 11.21 ( 
1H,s) 

(Hi5fi0IJ5 2) N — (5-y^U-tr>JS?>-2— - (2-£PP-5--HP:? 

io i-ii) a-M^-y-s h* 

2-75y-5->^;Utf'J^V0. 367g, DM A 5 mL&P>tf(C2~ <7 PP- 5 

- - h a$mm p K o . 8 9 6 g j: y s $tt£i 1 1 mtt&ft&Mit, *> y * 

A?A^P7^77Y- : ft^X^;U= 2 : 1 v/v) ICTftSIU 0. 5 06 

15 'H-NMR(400MHz,CDCI 3 ,TMS): <5 (ppm) 2.32(3H,s), 7. 61 (1H, dd, J=8. 5, 1.9Hz), 7.66(1H, 
d,J=8.8Hz). 8.O5 0H, bs), 8. 24 (1H, d, J=8. 5Hz), 8. 28 (1H, dd. J=8. 8, 2.7Hz), 8. 61 (1H. d 
,J=2.7Hz), 8.76(1H,s) 

(HJfc0>J5 3) N— [4- (4-*;^W5/5i3) 7x-;U] - (2-^PP- 
20 5--KP7i-;i/) *;u;|f+-9-5 K 

4- (4-^5 1 ;i/75>' y- U>0. 224g, DMA 5ml_i&bl£lw2 

— ?np-5--hP$ifi^pu ko. 279 g «fey % Mft«-ii=iB*Lfc*aic«e 

lMMBIflWt£1feO. 3 8 9 g 0@££fffc. 

, H-NMR(400MHz.DMS0-d6,TMS):5(ppm) 2.94(6H,s), 6. 80 (2H, d, J=8. 9Hz) . 7.52 (2H, d, J 

25 =8.9Hz). 7.61 (2H,d.J=8. 7Hz), 7. 73 (2H. d, J=8. 7Hz) , 7.90(1^,^8.8)', 8. 35 (1H, dd, J= 
8.8, 2.7Hz), 8.47(1H,d,J=2.7Hz), 10.72(1H.s) 

(Hifc$]5 4) N- (7tt7f>-5 — - (2-90P-5-^hD7i-W 
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5-75 /7-tz^-^f-> 0.^3 2 6 g s DMA 5mL& &tffi2-£ PD-5-- HP 
33 5g£*#7i, 

'H-NMR (400MHz, DMS0-d 6 , TMS) : 6 (ppm) 3. 35 - 3. 42 (4H. m) . 7. 34 - 7. 37 (2H, m) . 7. 49 - 7. 
5 54(1H,nO. 7.78 - 7.83 (2H.m). 7. 92 (1H, d, J=8. 8Hz). 8. 36 (1H, dd, J=8. 8, 2.7Hz), 8.58(1 
H,d. J=2.7Hz), 10.63(1H,s) 

(Hife095 5) n- (3-4v M-;u) - (2-?pp-5--Kp:7i-;u) *;u7tf* 

10 'J>0. 3 7 7 g, DMA 5 m L fcbU^-^ P P- 5 -- hP£,ft 

P >J K 0 . 6 3 3 g «fc y , MM® 2 £ HJfffcTJ&l:: <fc y % ^fgg KMbfttt 0.55 
5g£f#;fc, 

'H-NMR (400MHz, DMS0-d e , TMS) : 5 (ppm) 7. 62 (1H, d, J=8. OHz) , 7. 71 (1H, dd, 6. 8. 8. 3Hz) , 
7.94(1H.d, J=8.8Hz), 8. 02 (2H, dd, J=8. 8, 8.0Hz), 8. 39 (1H, dd, J=8. 8, 2. 7Hz). 8.61(1H, 
15 d,J=2. 7Hz), 8.86(1H, d, J=2.4Hz), 9.00(1H, d, J=2.4Hz), 11.22(1H,s) 

(^JS^IJ 5 6) N- (5-4V'J-;U) - (2--j7PP-5--hP7x-;U) ±)],#* 

5-75^+/'J>0. 326g s DMA5mL«:bV(C2— i7PP-5-^hP$S 

20 M2PUK0. 5 47g«fcy % SIJ6«|2iH««:*afCifcy % SEittft^lfco. 70 

4 

, H-NMR(400MHz,DMS0-d 6l TMS):<5 (ppm) 7. 62(1H, dd, J=8. 6, 4.1Hz), 7. 81-7. 99(3H,m), 8 
.38(1H.dd, J=8.8, 2.7Hz). 8. 59 (1 H. d, J=8. 6Hz) . 8. 67 (1H, d, J=2. 6Hz), 8. 96 (2H, d, J=4. 1 
Hz). 10.88(1H.s) 

25 

Cmmm57).N- (8-+/V-W - (2-^PP-5--hP7x-;U) ±)\,7$* 
■9-5 K 

8-75/+/ ij>0. 3 26g\ DMA5mL*b^lC2-^PP-5-— hP£S 
M^P'JKO. 525gcfcys ^13414:^1= J: y % aieinftdtto. 63 
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4g^Hfc, 

'H-NMR (400MHz, DMS0-d 8 , TMS) : 6 (ppm) 7. 64 - 7. 71 (2H, m) , 7. 81 (1H. d, J=7. 1Hz) , 7. 91 (1 
H, d, J=8. 8Hz) , 8.86(1H, dd, J=8. 8, 2.7Hz), 8. 46 (1H, d. J=8. 3Hz). 8. 55 (1 H, d. J=2. 7Hz) , 
8.74(1H.d. J=7.5Hz), 8. 93 (1H, d, 4. 2Hz), 10.85(1H,s) 

5 

(HJS#I 5 8 ) N— (4-75^71-^) - ( 2 -0 P □ - 5 -- hP 7i-;i/) */U 

k • 1 zmuk 

Jlifcfl4 5-cfit$ftLfcN-[4-<t e r t -^/i^^rtJM^/UTS/ ?x-;u)] 

- (2-^PP-5--hP7i-W an^-tf^"?* K (5. 6 0 g, 14. 3 mm o I ) » 
10 (6 5mL) fc«J:r;4-N«|ft**/S?3|-**>»* (1 OmL) *'ttfflU 

*»«8(ZE«Lfc*jSfelCffiL\ flNBgtftfbfttt (4. 62g ( U$9 9%) £*§fc e 

'HNMR(DMS0, 400MHz) : 5 7.34 (2H, d, J=8.8Hz), 7.78 (2H, d, J=8.8Hz), 7.99 (1H. 
d, J=8.8Hz), 8.35 (1H, dd, J=2.8, 8.8 Hz), 8.48 (1H, d, J=2.7Hz), 9.91 (1H, s), 
10.89 (1H, s); 

15 

5 9 ) N— (*fV3V 'J>-1 -<<)\S) ~ (2-^PP-5--.hP7i-;i/) 
1 -y^.J'i S J*J U>0. 394g, DMA5mLfc£t;iC2-£PP-5--Hn 

£m§sa£ p 'j k o . 7 5 2 g * y , 2 i n«** * y * *ie s Mft&tti o . 

20 5 9 9g$#fc 0 

*H-NMR(400MHz,DMS0-d 8 ,TMS):<5 (ppm) 7. 80(1H. d, J=8. 8Hz) , 7. 89 - 7. 97 (2H, m) , 8.03- 
8.06(1H.m), 8.22(1H, dd. J=8. 8, 2.7Hz), 8. 37 (1H. d, J=5. 6Hz), 8. 56 - 8. 59 (1H. m), 8-. 64 
-8.65(1H,m) 

25 . (HS£096O) N- h+v±;M?-;ue7S;>-3-'Oi/) - (2-?pp-5 

3-75^ if=7*s>-2-±J\,#l'M* : f-)l3L7>TJl>0. 338g % DMA5ml_fcb 

wc2— {7pp-5-^ k ny ko. 583 gj:y, m&m2k[5imtei5& 
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'H-NMR (400MHz. CDC l 3 , TMS): <5 (ppm) 4.07(3H,s). 7. 67 (1 H, d, J=8. 8Hz) , 8. 30 (1H, dd, J=8 
.8, 2.7Hz). 8.49(1H,d, J=2.3Hz), 8. 53(1H, d, J=2. 7Hz), 8. 59 (1H, d. J=2. 3Hz), 11.32(1H 
■ s) 

5 (HJI&01J6 1) N— [4- (3--hP7i-;l) ?7 , ;-il/-2-'f;i/] - (2-£P 
2-75^-4- (3--\-0-Pn-M ?7V-)10. 439 g> DMA5mL$P) 

tf(=2-*nn^5-=hn*A*tt*n'JKo. 5 2 4 g«fc *i«2(c|B«Lfc* 

«lfi<Mb*ttO. 7 2 8 g0ttA£ttfc. 

10 . 'H-NMR (400MHz, DMS0-d 6 , TMS) : <5 (ppm) 7. 76(1H, t, d=8. 8Hz)', 7. 92 (1H, d. J=8. 8Hz) , 8. 1 1 
(1H,s). 8.20(1H,dd. J=1.2. 8.8Hz), 8. 39 (2H. dd. J=2. 8. 8. 8Hz). 8. 63 (1 H, d. J=2. 8Hz) . 
8.76(1H,t. J=2.8Hz) 

(5U&0IJ6 2) N— (6-^PPtf 'Jv>-3 — T/U) ~ (2—j7PP-5--hP7i 
15 ij)\,7£*y-S. K 

5-75^-2--j7PPtf'Jv>0. 2 5 7 g, DMA5mL)&btf|:2- 0PP-5 

- - h p p'jko. 5 2 8 g cfc y . mmm 2 i=isa Lfc^j*(=tti\ sag s m 

fc'**0. 55 4g(Dtta£ftfc. 

'H-NMR (400MHz. DllSO-d,, TMS) : <5 (ppm) 7. 57 (1 H. d, J=8. 8Hz) . 7. 92 (1H. d, J=8. 8Hz) . 8. 20 
20 (1H.dd. J=2.9. 8.8Hz). 8. 37 (1H. dd. J=2. 9, 8.8Hz). 8. 56 (1H. d, J=2. 9Hz). 8. 71 (1 H, d, J= 
2. 9Hz) 

(^H50!|6 3) N — (4->^;U-3-^hPey^>-2-^;U) - (2— {7PP-5 

25 2-75y-4->^;U-3-~ hPbf' Jv>0. 306g, DMA5mL&& XflZ 2 
-^aa-5--hP$,|fi^qijh , 0. 5 28g£y s £»«2(cE*Lfc;frfiEK« 
l\ SEIWfc£*0. 482g(0ei$j|fe, 

•H-NMR (400MHz. DMS0-d B . TMS) : 6 (ppm) 7. 51 (1 H. d, J=5. 0Hz) . 7. 90 (1H. d, J=8. 8Hz) . 8. 26 
(1H.d. J=2.8Hz), 8.38(1H.dd. J=2. 8. 8.8Hz). 8. 56 (1H. d. J=5. 0Hz) 
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(JHK0I6 4) 2, 5-t£X (2— i7PP-5-^hP^> % /-<;U75y) e'Ji?> 

2, 5-$A75y e>Ji;>2ttttttO. 182g, hMX5^U75>0. 335mL, 
DMA5mLfc£lflC2-*PP-5-.r hp£ja§|g£pij KO. 5 28g«fcy, gtife 

'H-NMR (400MHz. DMS0-d 6 , TMS) : <S (ppm) 7. 87 (1 H. d, J=8. 8Hz) . 7. 92 (1 H, d. J=8. 8Hz) , 8. 1 7 
(1H.dd, J=3.0, 8.8Hz), 8. 25 (1H, d, J=8. 8Hz), 8. 33 (1H, dd, J=3. 0. 8.8Hz), 8.36(1H,dd,J 
=3.0. 8.8Hz). 8.48C1H. d. J=3.0Hz). 8.54(1H.d. J=3.0Hz). 8.71(1H,s). 10.96(1H.s). 1 
1.30(1H.s) 

10 

(3UHH6 5) N — (4-^^;UtfU5t?>-2-^;U) - (2— i7PP-5--hP7 

2- 75y-4->^;Utf 'J 5 v>0. 2 1 8 g, DMA5mL/«CP>t;iC2-'i7PP- 

5-=hn£AM$ny Ko. 528 g «fcy s Jt*«2lcE*Lfc*3*l=ttl\ TOS 

15 tfrtt^O. 341gC|gS$#fc, 

, H-NMR(40OMHz.DMS0-d 6 .TMS): 5 (ppm) 7.10(1H.s). 7. 84(1H. dd. J=3. 0, 8..8Hz), 8.30(1 
H,dd,J=3.0. 8.8Hz), 8. 45 (1H. d. J=5. 2Hz), 11.39(1H,s) 

(HSS0IJ66) n— (2-y H*i/*;u7K-;u? i *7x:/-3-'Oi,) - (2-?pp- 
20 5——haz>x=iji>) *;i/7f?++(-5 K 

3- 75 < /f^-7i>-2-*;i/7t?>^ ; 3 i ;UX7 l f-;U0. 314g ( DMA5ml_fc 
6Wc2-^pp-5-=hn$mM^nij Ko. 528 g< fcy, Jtttffl2C:EttLfc 
*J*lctti\ ttEgftHbdtto. 5 9 0 gOttflgfffc. 

'H-NMR (400MHz. DMS0-d a . TMS) : <5 (ppm) 7. 93 (1 H. d. J=8. 6Hz) . 7.96 - 8. 03 (2H. m) , 8. 39 (1 
25 H,dd.J=3.0. 8.6Hz). 8. 56(1H, d. J=3.0Hz), 10. 67(1H.s) 

(HJ£0IJ6 7) N— (6-* h*e/*> % ./*7l/--;U--2---OU) - (2-$PP-5- 
2-7 , 5/-6-^ h^Xl/V^TV— JUO. 360g, DMA SmLfcib tflC2- 
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> mnmitsmo. 57 7 go^^mz, 

'H-NMR (400MHz, DMS0-d 9 . THS) : 6 (ppm) 7. 08 (1 H, dd, J=2. 8, 8. 8Hz) , 7. 85 (1 H. d, J=2. 8Hz) 
. 7.71 (1H.d, J=8.8Hz), 7. 92(1H, d. J=8. 8Hz), 8. 39(1H. dd, J=2. 8. 8.8Hz). 8.84(1H,d,J= 
5 2. 8Hz) 

(H1&0IJ6 8) n — (6-^ppK>>;f7';-;i/-2-'f;i,) - (2-^ap-5-- 

2-75> -b-^PP/Oy^ZlZ-yUO. 3 6 8 g> DMA 5 rri L ^ &tj:fC 2 — ^7 

io po-5-z k p$m#^^ □ u k o . 5 2 8 g * y , nmm 2 icistgcfc^i^iv 

&IB § MtSVl 0 . 7 5 1 g 0)ife& %mzo 

'H-NMR (400MHz, DMS0-d 6 . TMS) : 6 (ppm) 7. 52 (1H, dd, J=2. 8. 8. 8Hz), 7. 81 (1H. d, J=8. 8Hz) 
. 7.94(1H.d, J=8. 8Hz), 8. 22(1H, d, J=2. 8Hz). 8.40(1H, dd, J=3.0. 8.8Hz). 8.66(1H,d,J= 
3. 0Hz) 

15 

(HUte#J6 9) N — (4--j7PP/<>y^77-;U-2-'r;U) - (2— {7PP-5-- 

hP7i-;u) ^u/t-c^-y-s K 

2-75/-4-^PPK>»/ ; 5 1 7 > /-;U0. 3 68g, DMA 5m L £ iWz2 — 9 
PP-5--hP^m#It<7P'J KO. 5 28g<ky, H^2|ci5i£Lfc^lcttO\ 
20 ^!2SB*J<b^O. 464g0$g^^|#fc e 

'H-NMR (400MHz, DMS0-d 6 , TMS) : <5 (ppm) 7. 38 (1 H. t, J=7. 8Hz) , 7. 59 (1H, d. J=7. 8Hz) , 7. 93 
(1H,d.J=8.6Hz). 8.06(1H.d, J=7.8Hz). 8. 40(1H, dd, J=3. 0. 8.6Hz), 8. 67 (1 H. d, J=3. 0Hz) 

(MMmTo) n — (6-^;^p/<>y5 1 77-;u-2— <;u) - (2-£pp-5- 
25 -hP7i-/l/) 2> ;L,/f?*-y- 5 K 

2-75>'-6-7^P^>7 J ? 1 77-;i/0. 336g, OMA5mL$^ Tf\Z 2 — 
^DP-S-zhP^lf^p'JKo. 528 B «fey, Hifi<532lcIBmUfc^fc^U 

, $13gBWb£!felO. 5 1 2g<DfSJi£*#t =0 
'H-NMR (400MHz, DMS0-d 6 , TMS) : <5 (ppm) 7.31-7.39(1H.m). 7. 80 - 7. 88 (1H. m). 7. 94(1H. d ' 
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,J=8.8Hz), 7. 96(1H. dd, J=3.0, 8.8Hz), 8.40(1H, dd, J=3. 0. 8.8Hz), 8. 66(1H, d, J=3. OHz 
) 

(H)&0!l7i) n — (4-xh^>*;u7H-;utf : 7 , /-;u-3.— - (2-*pp- 

5 5--hP7i-;U) K 

3-75^-4-X h+^^^^-yUbfv'Z-^O. 310g, DMA5mL&£>tflC 

«KBWfls*«JO. 57 9gO)6A«ft«:. 

•H-NHR (400MHz, DMS0-d 8 , TMS) : 6 (ppm) 1 . 29 (3H. t. J=7. 2Hz) , 4. 28 (2H, q, J=7. 2Hz) , 6. 1 1 
10 (1H, s), 7.92(1H,d. J=8. 8Hz), 8. 38 (1H, dd. J=2. 9, 8.8Hz), 8. 66 (1 H, d, J=2. 9Hz) 

(^Jfc$|7 2) N — (5-7i=;Utfv7— ;U-3— - (2-£PP-5--hP 

7izji,) *;U7f«Mf-3 K 

3 -7Sy-5-7x-;Ut°7 7-^0. 31 8g. DMA5mL&£>W:2-£PP 
15 -5-=hP*MK^P'J h*o. 5 2B g *iJ, Sttfl2l=IB«Lfc*fclcflfcl\ USB 

g fl*J<b^ 0 . 6 3 6 g ©ea£fcfc 0 

'H-NMR (400MHz, DMS0-d 6 , TMS) : 6 (ppm) 7. 06 (1 H, s) . 7. 34 - 7. 52 (3H, m) , 7. 87 (1 H, d, J=8. 
8Hz), 7.78(2H,d, J=7. 8Hz), 8. 32(1H. dd, J=3. 0, 8.8Hz). 8.41 (1H,s), 11.28(1H,s) 

20 (HJS0IJ7 3) N- (3, h*S/trU5S?>-2-W;U) " (2->7PP-5- 

-hP7i-/b) 5 K 

2-75^-3, 5-5?* h+vtf 'J 5i/>0. 310g, DMA5mLft& l£(C 2 — 
^nn-5--h p£B#gg£ p U K 0 . 5 2 8 g «fc y % HifetfiJ 2 fcGft Lfc^Stlcfi^ 
. *Elft4b£ftO. 4 9 8g0gl$1lfe. 
25 , H-NMR(400MHz,DMSO-d e ,TMS): 6 (ppm) 3.58(6H, s), 5. 90 (1H. a), 7. 83 (1 H, d, J=8. 8Hz) , 
8.26(1H,dd, J=2.7, 8.8Hz), 8. 36 (1 H, d, J=2. 7Hz) , 1 1 . 38 (1 H, s) 

(mmm74) n- o, 5-s;y?-;i,fc:u5 5?:/-2— ou) - u-^pp-s-- 
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2-75^-3, S-^/^Utf'JS^X). 246g v DM A 5 m L * 2 ~ 0 

op-5-zhn$,if^n>j ko. 528 g «fey, %%m\z%m\*ttm-zm\ 

'H-NMR (400MHz, DMSO-d,,. TMS) : 6 (ppm) 2. 25 (6H. s) , 6. 86 (1H. s) . 7. 80 (1 H, d. J=8. 8Hz) . 
5 8. 27 - 8. 33 (2H, m) . 11. 28(1H. s) 

(^6ft0iJ7 5) N- (5--i7PP'<>7^-+-9-V r -;u-2-'i';u) - (2-^nn-5- 

2-75^-5- i7PaK>7^-+-y-7— ;UO. 336g, DMA 5 m L£btfl::2- 
10 ^aP-5--h □ U K 0 . 5 2 8 g cfc y s 2 ICIB® LfcfcjSsfcttH 

, mmsmtsyao. 5 s 3 g®£A*ftfe. 

'H-NMR(4O0MHz.DMS0-d 6 ,TMS): 5 (ppm) 7. 35 (1H, dd, J=2. 2, 8.8Hz), 7.69(1H,s), 7.70(1 
H.d. J=8. 8Hz), 7. 91(1 H,d, J=8.8Hz), 8. 37 (1H. dd, J=2. 2. 8.8Hz), 8. 61 (1 H, d. J=2. 2Hz) 

15 (Hifc0!j7 6) N- (4-^ b*i/j])i,7fs-)\,tt-?x^-3-' (){,) - (2-^PP- 
5--hP7i-;U) K 

3 -7 5 ; - 4-> h+i/A^-il'f t7i V ■ SgiSO. 3 86g, 
5>0. 3 3 5mL, D M A 5 m L £ b tfC: 2 - *? P P- 5 h P$J§^&£ □ 'J KO 
. 5 28gJ:y % M«2"|=E«Lfc*»(Cttl\ *Ei«rtbd*0. 546g<Z)$Sii£ 

20 Iffco 

'H-NMR (400MHz. DMS0-d 6 . TMS) : 5 (ppm) 3. 84 (3H, s) . 7. 92 (1H, d. J=8. 7Hz) . 8. 08 (1H, d. J= 
2.9Hz). 8. 38(1H, dd. J=2. 9, 8. 7Hz), 8. 44(1H. d, J=2. 9Hz) . 8. 53 (1 H, d, J=2. 9Hz) . 10.54( 
1H.s) 

25 (HJS0IJ7 7) N- (5-^P ; EtfiJ5^>-2— T;U) - (2-<7 P P- 5 -± h 
i-JU) 3 K 

2-75;-5-^Pit'U;y>0. 348 g, DMA5mL<f6tfl:2-^BB- 
5--hP$,lfi^P'J KO. 5 28 g< ky, W6«2l=IB«Lfc*asf=ttl\ «1 
WfcS^O. 54 1g0)igl|ffc. 
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1 H-NMR (400MHz. DMS0-d 8 , TMS) : S (ppm) 7. 84 (1 H, d, J=8. 8Hz) , 8. 32 (1 H. dd, J=2. 9, 8. 8Hz) 
, 8.41(1H,d,J=2.9Hz), 8.83(2H,s), 10. 65(1H. s) 

(5S!S0!I78) N — (4-^PP-6-y^Hf' J5i?>-2-^;U) - (2-£PP- 

2-75-/-4--i7aP-6->^Utf , J5 vl/O. 287g, DMA 5mL&£tflC 
2-9PP-5-^hP£,if^P'J KO. 528gjiy, M«2(=|B«Lfc*3*I= 

'H-NMR (400MHz, DMS0-d 6 , TMS) : d (ppm) 2. 34(3H, s), 7. 31 (1H, s), 7. 83(1H. d, J=8. 8Hz), 
10 8.31 (1H,dd, J=2.9, 8.8Hz). 8. 39 (1H. d, J=2. 9Hz), 10. 67(1H,s) 

(HJfe0879) N- [3-*;i/7|?Xh+»>-4 f 5, 6, 7 -x h 7 t KP'Oy [b] 
ft7i>-2-^;t] - (2-^7PP-5--hP7i-;i/) *Jl/W5 h* 

2-75/-3-*;U7r5xh+i/-4 1 5, 6, 7-fh7t KP^; [b] ft7 
15 i>0. 4 5 1 g s DMA 5ml_&£>t£(C2 — £PP — 5— — h P55,H#I8# P 'J KO. 
5 28g e fcy > M«2|C|B«L*:*3*ICttt\ MBS ftftftttB 0 . 5 44g®@S$f 

'H-NMR (400MHz. DMS0-d 8 . TMS) : 5 (ppm) 1 . 29 (3H, t. J=7. 3Hz) . 1 . 70 - 1 . 82 (4H. m) , 2. 63 - 
2. 80(4H,m), 4. 26 (2H, q, J=7. 3Hz). 7. 94 (1H. d. J=8. 8Hz), 8. 40 (1H. dd. J=2. 2. 8.8Hz), 8. 
20 56 (1H, d, J=2.2Hz) , 10. 65(1H,s) 

(Hi50(8O) N— (3-~ hnej v>-2--f;U) - (2--J7PP-5-- hP7i 
2-75/-3-^ hP fcf'J^>0. 278g, DM A 5 m L 2 — ? P P - 5 

25 -=hn«AM*Dij'Ko. 5 2 8 g * *tt«2lclB*Lfc#ftl=ttl\ «IBiM 
ft**0. 40 5g(Dftftfc1*fc 0 

'H-NMR (400MHz, DMS0-d 6 , TMS) : 5 (ppm) 7. 59(1H. dd, J=4. 8. 8. 1Hz). 7. 92(1H, d, J=8. 8Hz) 
. 8.32(1H, d. J=2.9Hz). 8. 39(1H. dd, J=2. 9. 8.8Hz). 8. 51 (1H, d, J=8. 1Hz), 8.77(1H.dd.J 
=1.5, 4.8Hz), 11. 97C1H. s) 
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(ftJI0!l8 1 ) N— (4, 6-$?£nDtfys5?:/-5— f/10 - (2-^na-5-r 

5-75Z-4, 6-^<7PPbf'J5i?>0. 326g, DMA 5 m L&»3tfJC2 — £ 
5 nn-5-=ha£A«*n«j Ko. 528g«fcy, *»«2(cE«L*:*»lca6l\ 

<HIBi #rtb£^ o . 4 7 s g 

'H-NMR(400MHz, DMS0-d 6 , TMS) : 5 (ppm) 7. 96(1H, d. J=8. 8Hz), 8. 35(1H. d. J=2. 9Hz), 8.41 
(IH.dd, J=2.9. 8.8Hz), 8.96(1H.s), 11. 32(11-1. s) 

10 (Hifi0!l8 2) n — (i -tj-j^yXJ 5$f % /-2— OlO - (2-^PP-5-- h 

2-75/-1 -tTJls^^XjZW-H, (T^KUv^ttTWRa, 0. 294g, 
2. Ommo I ) $DMA (5mL) IC?§fi?U 2 P P - 5 -- h P$Jt#&£ P M 
K (0. 5 28 g s 2. 4mmo I) *Jn?lTS»=T 2. 5B#^m#Ufc 0 SP&^&IC 
15 fi&fDSW* (5mL) s 7K (20mL) *Jn^ ±Cfc@t*£5Bl U ^Kfecfctf 

p e;n— f;uT»s!fe»» ttEtt&LT&fiatnesMfc** (o. 43 8 g ) £*§fc 0 

6*Lfc»l!<Dittfc^«I (0. 438g) £ s J/'J*y^'*7A^P7 hy^-f- 

: BKX^/U, 2:1, V/V) £JfH>Tfl§gU ftegfiMsSlfe (0. 043g, 

20 R, 0.40(^+f->:^X^;k 1:1. v/v) ; 

'H-NMRC^OMHz.DMSO-dj.TMS) : 6 3.68 (3H, s). 7.24-7.34 (2H. m). 7.53-7.59 (2H, m). 
7.80 (1H. d. J=8.8Hz). 8.25 (1H. dd. J=2.9. 8.8 Hz). 8.66(1H, d. J=2. 9 Hz) ; 
MS (El) tn/z: 330 If; 

25 8 3) N — ( 4 , 6-v-i7PP tf'J 5v>-2--OU) - (2-?PP-5-- 

2-7S/-4, 6 -S^PP^U 5 5?> <7;USU t/*ttTMEfl% 0. 328g s 2. 
Ommo I ) „ DMA (5ml_) btflC2 P P - 5 -— h P$JHM^ P 'J K (0. 
528g. 2. 4mmo I) SffifflLT, 1 (CfB® Lfc^lC^SlS^oTi. 
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5ft&ttlCti¥D£V* (5mL) , * (20mL) £iD;lT£i;fcHK**5KU 
tfy-fV^Pe/H-f;^^. *EEIMIlT*GSftfl:*ttl (0. 363 g, JfcJg5 
2%) £#*: 0 

R, 0.61(/vJr+J->:^X^;U. 1:1, v/v) ; 
5 'H-NMR(400MHz,DMSO-d 8 ,TMS) : <5 7.71 (1H, s), 7.85 (1H, d, J=8.8Hz), 8.34 (1H, dd, 
J=2.9, 8.8 Hz). 8.45(1H, d, J=2.9Hz), 12.02 (1H. s) ; 

MS (El) m/z: 347 (M + H) v ; 

10 --ho7i-;i.) *;U7H'^+f-5 K 

a-TSz-s-^p^-a-^hPtrus/^ (T;uK'J'y^m38in a pv o. 43 6 g , 

2. Omm o I) „ DMA (5mL) & h>tflZ 2 - $ P □ - 5 -=. h PSIfi^ P >) K 
• (0. 660 g> 3. Ommol) *ffifflLT, *Jtfl!2(CE«Lfc*j*(Cttl\ «RE1 
ttfc^Hl (O. 4 7 7 e% J&$5 9%) tftfco 
15 Rf O^O^+t^iiSxf/l,, 2:1, v/v); 

•H-NNIR (400MHz, DMS0-d 6 ,TMS) : 6 7.92 (1H, d, J=8.8Hz), 8.33 (1H, d, J=2.9Hz), 8.39 
(1H, dd, J=2.9, 8.8Hz). 8.80(1H, d. J=2.2Hz), 8. 95 (1H. d. J=2. 2 Hz). 12. 10 (1H, s) ; 
MS (El) m/z: 400 IT; 

20 (9EKM8 5) N- (1, 3, 4-^7^7^-2-^^) - (2--J7 P P- 5-- hP 

2-75^-1, 3, 4-*7$>7y-;M**fcl*7fflRfi, 0. 2 0 2g, 2. Om 
mo I ) v DMA (5m L) & £> t>'IC 2-^nn-5--|»n SJH1?8!£ P 'J K (0. 5 
28g, 2. 4mmo I) ^ffiLt, *tt«2(CE« Lfc*ftl=«6l\ MBlftlb&fll 
25 (0. 48 9 g. J|X*8 6%) £f#fc e 

'H-NMR(400MHz.DMS0-d 6 ,TMS) : <5 7.92 (1H. d, J=8.8Hz), 8.39 (1H, dd. J=2. 9; 8.8 Hz), 
8.65 (1H.. d. J=2. 9 Hz), 9.31 (1H, s) ; 
MS (El) m/z: 284 M*;. 
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(HS£0!I8 6) N- (2, 1, 3-*Zr*S 1 7-7 9 J7 % J—n,-4-4fl,) - (2— ?PP- 

4-T5/-2, 1, 3-*>l/^7i?7y-;U (S^ftfiSHJlES, 0. 302g, 2. 
Ommo I) % DMA (5mL) ft blKI=2 — i7 P □- 5 -- h P U K (0. 

5 528 g, 2. 4mmo I) £®fflLT. »«|2fCE«Lfc*ai=ttl\ 8IBltiHb& ' 

#3 (0. 56 1 g, J|R$8 4%) £#fc 0 

'H NMR(GDCI 3 , 400MHz, TMS) : 6 7.70 (1H, t. J=8. 8 Hz). 7.73 (1H, d. J=8.8Hz), 7.80 
(1H, d, J=8.8Hz), 8.33 (1H, dd, J=2. 9, 8.8 Hz), 8.66 (1H. d. J=8.8Hz), 8.76 (1H, 
d, J=2.9 Hz), 9.39 (1H, br) ; 
10 MS(EI) m/z: 334 NT; 

(*ttfll8 7) N- [4- [4- (tert-?hJri/^/t-;i75y) 7i-iH 7 

- (2-^7PP-5--hn7i-ii) *;i/^5 F 

4- [4- ( t e r t - ? \>*r s yh)\,-$-}\,7 5 / ) 7-M> (Synth. 

15 Commun. , Vol. 28, 1 998, 963) (0. 284g, 1. Ommo I ) , 
DMA (5mL) £ btflZ 2 □ □ - 5 h P£,f#$£ P 'J K (0. 264g> 1. 
2mmo I) fifflLt, 3Sffiffl2|ClB«Lfc*ftlCf6(,\ MBitiHb&ftl (0. 33 5 
g s J|R$7 2%) £#fc 0 
•H-NMR(400MHz.DMS0-d 8 ,TMS) :<5 1.49 (9H, a), 7. 52-7. 62 (4H, m), 7.65 (2H, d, J=8. 8 
20 Hz), 7.77 (2H, d, J=8.8Hz). 7.90 (1H, d, J=8.8Hz), 8.35 (1H, dd, J=2.2, 8.8Hz), 
8.49 (1H, d. J=2.2Hz), 9.43 (1H. s). 10.77 (1H, s) ; 
MS(EI) m/z: 467 (M + H) + ; 

(Hj&tfiJ 8 8 ) N- [4- (4-75;7i-ll-) 7i-JH - (2-^PP-5-— h 

25 P7i-w *;u7t?*-y-s k* • i &&g 

mmm8 7vm&.Ltz. n- [4- [4- (t e r t-?h**>*;M*-;u75y) ? 

x~;u] 7i-W - (2-^pp-5-^hP7i-;u) *;utH+^5 K (o. 206 

gs 0. 4 2 7mmo I) £lN&flS#*/1, 4 - v^MM*^/^ (2mL) [C^S* 
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X x^Ux—r^-OftfrLfc. #6*ifcB«:*MEtt»LT» MeiKHbM (0. 1 

3 1 g, i|R$7 6%) 

'H-NMR(400MHz,DMS0-d 6 .TMS) :5 7.32 (2H, d, ^=8. 1Hz), 7.70 (2H, d, J^8.8Hz), 7.73 
(2H. d, J=8. 1 Hz), 7.81 (2H, d, J=8.8Hz), 7.91 (1H. d, J=8.8Hz), 8.36 (1H, dd, J=2.9, 
5 8.8 Hz), 8.49 (1H, d, J=2.9 Hz), 10.85 (1H, s) ; 
MS(EI) m/z: 367 (M - HCI) + ; 

(*tt«8 9) N- (6->Pne'J^>-2-^) - (2-^PP-5--h07 

10 3-75/-6-^OP f'J^v> (7>±X$-ttTt7f&.Su 0. 259g, 2. Om 
mo I), DMA (5mL) /«Ebl>*lr2-^PP-5--hP$E#^P'J K (0. 5 
2 8g, 2. 4mmo I) ££ffiLT, St»« 2 JC|B« Lfc*3*(Cfl6t\ ftfiiftftM 
(0. 51 3g s ljXJp8 2%) £flfc„ 
R, 0.48 (^4r-y->:»ax5 l ;i/. 2:1. v/v); 
15 , H-NMR(400IKHz.DMS0-d 8 ,TMS) : <5 7.90 (1H, d, J=8.8Hz), 8.00 (1H, d, J=8.8Hz), 8.36 
(1H, dd, J=2.9, 8.8 Hz), 8.50 (1H, d, J=8.8Hz), 8.58 (1H. d, J=2.9Hz), 12.10 (1H, 
s); 

MS (FAB) m/z: 313 (M + H)*; 

20 (Jtttft9 0) n-[6- (4-7;u^-p^>i?;u) ^>yf7 , ;-^-2-'f;H- (2 
-^pp-5-- hP7i-;i/) *;u^+>-s K 

6- (4-7^tP'<>^) -2-7§>"<> , ;f7 , ;-;i/ (Chem. P h a r m. 
Bui I. , Vol. 40, 1 992, 2055) (0. 258 g, 1. Ommo-I), 
DMA (5mL) 2-£ P P- 5 -- h P$J§^&£ P 'J h* (0. 264g, 1. 

25 2mmo I ) ££fflLT, *»«2(c|BttL*:*j*lcttt\ MBStfHtfttt (0. 3 15 
g s IR$3 6%) &mzo 
R, 0.45(^++»->:^X^;k 2:1. v/v) ; 

'H-NMR(400MHz.DMSO-d 8 .TMS) : 6 4.07 (2H, s). 7.12 (1H. d. J=8.8Hz). 7.14 (1H. d. 
J=8.8Hz), 7.30-7.36 (3H, m), 7.72 (1H. d, J=8. 1 Hz), 7.92 (1H, d. J=8.8Hz). 8.39 
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(1H. dd, J=2.9, 8.8 Hz), 8.64 (1H. d, J=2.9 Hz); 
MS (FAB) m/z: 442 (M + H)*; 

(SJMJ9 1) N — [4- (6-7-fe h**>-2, 5, 7, 8-f h7>f^-4~t+ 

4- (6-7-fe 5, 7, 8 -T" h7 * Tib- >- 2 -<f 

7='J> (0. 78 7g, 2. Ommol), DMA (5m L) &£>tf(C2 
-$nn-5--KP£MI&*ny K (0. 5 28g s 2. 4mmo I ) *ftfflLT, 

10 SHt«2lcEttLfc*aic«£t\ ffia®WESft1b£1fe (i. 1 7g) £*§fc 0 Hbftfc 

aaaanBSMibdi*! (o. 6i2 g ) ^^y-jKsmU *t'i. sttMsaLfc. 

&.£1zmtt*ZVlLX**S-Mz-c&}Mk % XEttJtLTAGlMbdft (0. 48 6 
g. flX^4 3 %) £t#fc„ 
R, 0.14(^-y->:jffUx^;U. 2:1, v/v); 
15 'HNMR(CDCI 3 , 400MHz,TMS) : 8 1.52 (3H,s), 2.09 (3H, s). 2.13 (3H,s). 2.36 (3H.s). 
2.42 (3H,s), 2.71 (d, 1H, J=16.0Hz), 3.10 (d, 1H, J=16.0Hz), 4.03 (d, 1H. J=10. 3 
Hz), 4.14 (d, 1H, J=10.3 Hz). 6.93 (2H, d, J=8.8Hz), 7.53 (2H, d, J=8.8Hz), 7.65 
(1H, d, J=8. 8 Hz), 7.79 (1H. br). 8.26 (1H, dd, J=2. 9, 8.8 Hz). 8.62 (1H, d, J=2. 9 
Hz); 

20 MS (FAB) m/z: 567 (M + H)*; 

(HJS0IJ92) N — [4- (6-th'P^>-2, 5, 7, 8-fh7> Tib— 4 

y£p-7>-2-'Ou.x b*is) - (2-^pp-5-- hP7i~;i/) *;u 

25 . HJfe0lJ9 1 T'g&Lfc, N- [4- (6-7-fe K+v-2, 5, 7, 8 * 

-4-t+V^P?>-2-'f;^ h+i/) 7i-;U] - (2-^PP-5--hP7i 
'—ID K (0. 342g ( 0. 6 0 3 mm o I ) $ J — ( 6 m L) |C 

S>S£-e\ 25wt%th M H+v K-> $ J -)\,m&£'}?mM7LX 2 1 B^itft 
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*^*7Afa?^77^- TOX^^U, 1:1, V/V) £fflUT*| 

8U *Ete*LT«lBB«Hb£* (0. 153g. W4 896) *»fc. 
R, 0.48C\*l7->:WKx^;i/. 1:1. v/v) ; 
5 , H-NMR(400MHz,DMS0-d e ,TMS) : 8 1.40 (3H,s), 2.05 (3H.s), 2.15 (3H,s). 2.44 (3H,s), 
2.69 (d, 1H. J=16. 1 Hz). 3.00 (d. 1H, J=16. 1 Hz). 4.09 (d. 1H. J=10.3Hz), 4.13 (d. 
1H, J=10.3Hz). 6.97 (2H. d. J=8.8Hz). 7.60 (2H, d, J=8.8Hz). 7.88 (1H, d. J=8.8 
Hz), 7.92 (1H, br), 8.33 (1H, dd. J=2.9. 8.8 Hz). 8.44 (1H, d. J=2.9Hz), 10.57 (1H, 
s); 

10 MS (FAB) m/z: 525 (M + H) + ; 

(1156^93) N — [4- [4- (^>X/U7t^/U7$/) - (2 

— {jnp-s-- hP7i-;u) 73;i/7t?+-y-5.K 

HJS0IJ8 8T?§|aftLfcN- [4- (4-75/7i-;U) - (2-£PP-5 

15 -3hP7i-;u) fcMfcfr-tfS K ■ 1 (0. 4 04g, 1. Omm o I ) f DM 

A (5mL) iCjSfiSU h'JX^^T5> (0. 279mL, 2. Ommo I) . * $ 1/ 
Wfo-fr'? P ij K (0. 1 1 6mL. 1. 5mmo I) fcjDaLTSSICT 5B#Fe11t^ L 
fc 0 SfEi§?glCfSfDlllr7K (4mL) „ * (2 0mL) » SEIgX^U (2 0mL) £JD;U 

20 \t$m(0. 23 8g % 5 3%) £fcfc 0 

•R, 0. 51 ^ P U 7:1, v/v); 

, H-NMR(400MHz,DMS0-d 6 .TMS) : <5 3.02 (3H. s), 7.30 (2H, d, J=8.8Hz). 7.66 (2H. d. 

J=8.8Hz), 7.68 (2H. d. J=8.8Hz), 7.79 (2H, d, J=8.8Hz). 7.91 (1H, d, J=8.8Hz), 

8.35 (1H, dd, J=2.9, 8.8 Hz), 8.49 (1H. d. J=2.9Hz), 9.83 (1H. s), 10.80 (1H. s) ; 
25 MS (FAB) m/z: 446 (M + H) + ; 

(Hlife0y9 4) N — [4- [4- (4- H;UX>x;U/fx-;U7 , 5>') 
- (2-^7DP-5--hP7i-;b) 
HtS0!l8 8T'iSiiL7iN- [4- (4-75/7i-W - (2— ?DD- 
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5-=. hD7i-;i/) *jU7fC+-y-5 K • 1 (0. 4 0'4g s 1. OmmoDtO 

MA (5mL) (C;§fS?U MJX^;U75 > (0 . 279mL, 2. OmmolK 4- 
h;UX>x;U*x;i,£piJ K (0. 286g % 1. 5mmo I) £*D;LTg;Sf::T4. 5 
B#P B lJi1*Lf=o J£&$ftlcftfD£W*- (4mL) , * (2'OmL) £JniU $bfdt&X* 
5 JU (2 0mL) £Hl7L#7ftLfco *«tt*«f*«iW- h 'J^A^ttJtU $BET, 

T«EBttfl:£1& (0. 3 6 5 g, 7 0%) £f#fc 0 

'H-NMR(400MHz,DMS0-d 6 ,TMS) : 8 2.34 (3H, s), 7.17 (2H, d. J=8.8Hz). 7.36 (2H, d. 
J=8.8Hz), 7.55 (2H, d, J=8.8Hz), 7.61 (2H, d, J=8.8Hz), 7.69 (2H, d, J=8.8Hz). 
10 7.75 (2H, d, J=8.8Hz), 7.90 (1H, d, J=8.8Hz), 8.35 (1H, dd, J=2.9, 8.8 Hz), 8.48 
(1H. d, J=2.9Hz), 10. 34 (1H, s), 10.77 (1H, s) ; 

MS (FAB) m/z: 522 (M + H) + ; 

(HK5<5IJ9 5) N- [4- [ (tf'J 5 v>-2--f;U) 7 5 J XJ^-M 7 x =.jU] - (2 

15 -{7PP-5--hP7i-;i/) *;ut(?+-9-5 K 

X)l77*J7Vy {7)1 K'jS/^ttifrlEffi, 0. 250g s 1. Ommol), DMA 
(9m L) &bt£lC 2 — £ Q □— 5 — — hn£jj|Wi§£ P U K (0. 26 4g, 1. 2m 

mo I) £&fflLT, HMiJ2lclBi£Lfc^lc^l\ ftflSSftlb&lfe CO. 208 gs 
JR$4 8%) £f#fco 
20 R, 0.07(/N^r+>->:^X^;U, 1:1, v/v) ; 

, H-NMR(400HHz,DMSO-d 6 ,TMS) : 6 7.06 (1H, t, J=5. 1 Hz), 7.87 (2H. d, J=8.8Hz), 7.90 
(2H, d, J=8.8Hz). 8.01 (2H, d, J=8. 8 Hz), 8.36 (1H, dd, J=2.2. 8.8 Hz), 8.51 (2H. 
d, J=5.1 Hz). 8.52 (1H, m). 11.09 (1H. br). 11.76 (1H, br) ; 

MS (FAB) m/z: 434 (M + H)*: 

25 

(HSS0J9 6) N- [4- &7V-)\,-2-<()l,) 7 5 J (2- 

4- [ (f7V-;u-2--f;i,) 75/^^t,] ?t-JU75> (.^)\y<P^±mm&s 

0. 5106, 2. Ommol), DMA (5mL) & "btfC:2 -*J P □ - 5 -— h P$ 
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S#&?P'JK (O. 528 g N 2. 4mmo I) fcttfllLT, SB*«2(=B«Lfc£& 
lCfl£l\ &egttHb&tt (0. 843 g, J1X$9 7%) £f#fc 0 
Rf 0. 58(^^-1/ ><7 P 'J 7:1. v/v) ; 

, H-NMR(400MHz,DMS0-d 6 ,TMS). :5 6.84 (1H, d, J=4.4Hz), 7.26 (1H, d, J=4.4Hz). 7.84 
5 (4H. m). 7.90 (1H, d, J=8.8Hz). 8.35 (1H, dd, J=2.9. 8.8 Hz), 8.51 (1H. d, J=2.9 
Hz), 11.04 (1H, s); 
MS (FAB) m/z: 439 (M + H)*; 

(mt&mQ7) N — [4- (4, 5-i>^^)lt^ > J r ^-2-^)^) 75y7Jl/*-;i/] 

10 (2-^pd-5--hP7i-;u) *;i/7H+-y-5 K 

4- [ (4, 5-v>5 1 ;u^-^7;u-2-^;u) 7 5 s xiufc-JU 7-'J> (*>y 

"VttHjJRfi, O. 53 4g, 2. Ommo I) % DMA (5mL) £ StflC 2 P P - 
5--hn$,|fl^n'Jh* (0. 528g, 2. 4mmo I) ^fflLT, HJI&0IJ2IC 
E«Lfc*aiC«£(,\ 4flBgttrib£4fe (o. 763g, J)X$8 5%) *»fc 0 
15 R, 0. 88(^5=-l^>^ng ;U. 7:1. v/v); 

'H-NMR(400MHz.DMS0-d 6 ,TMS) : <5 1.95 (3H. s), 2.06 (3H, s). 7.83(2H. d, J=8.8Hz), 
7.87 (2H. d. J=8. 8 Hz), 7.91 (1H, d, J=8.8Hz), 8.36 (1H, dd. J=2. 9, 8.8 Hz), 8.52 
(1H, d, J=2. 9 Hz), 11.02 (1H, s), 11.78 (1H, s) ; 

MS (FAB) m/z: 451 (M + H)*; 

20 

(3tlM!9 8) N- [ [4- (2, 6 - S?> ^Utf 'J 5 S»- 4 -*OU) 75/Xil-tw 

A]7i=;i] -(2-<7PP-5--hP7i-;u) *;u#*tfs K 

X;U7-f (ftftffiatttti&IKA* 0. 278g, 1. Ommo I K DMA (2. 

5mL) J5S&tf(C2-$nn-5-=. hP£j§.#|g£P 'J K (0. 264g, 1. 2mm 
25 o I) fcttfflLT. S5»«2lclBttLfc*3*lcttl\ ttlBSMbfttt (0. 054g, ft 

$12%) £*#fc 0 
R, 0.55(*^b>£P'J h*:>^y-;U. 7:1. v/v); 

, H-NMR(400MHz.DMS0-d 6 .TMS) : <5 2.28 (3H, s), 2.36 (3H, s), 7. 82-7. 94 (6H. m). 8.35 
(1H. dd. J=2.9. 8.8 Hz). 8.51 (1H, d, J=2.9Hz), 11.03 (1H. s) ; 
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MS (FAB) m/z: 462 (M + H)*; 

5 X;i/77> V— ;U (3R3SCftjattTU!Rfl % 0. 253g, 1. Ommo I) , DM 

A (2. 5mL) fc£t;iC2-'j7nn-5--hn$ja#&£Qi; h* (0. 264g. 1. 
2mmo I) ZmmLT, ^^j2|C|2igLfc^lC^t\ *IfBS#Mb£fel (0. 3 25 
g, l|RSg7 4%) 
R, 0.70(y^U>^7P 'J K:^^>-;k 7:1, v/v) ; 
10 'H-NMR(400MHz.DMS0-d 6 ,TMS) : «5 2.30 (3H, s). 6.16 (1H, s), 7.85-7.92 (5H. m), 7.91 
(1H, d, J=8.8Hz), 8.36 (1H. dd, J=2. 9. 8.8 Hz), 8.53 (1H, d. J=2.9Hz). 11.14 (1H. 
s), 11.40 (1H, s); 
MS (FAB) m/z: 437 (M + H)*; 

15 (mmmi oo) n-[4- [ (bry*;:/-2— ou) 75;x^-;i]^i-;i] -(2 
-i?pn-5-rhP7i-/i/) A;u^4r-9-S K 

^l/7-rV5^> (lCjiUbJ&rfri!g I ? nv O. 2 7 8 g, 1. Ommo I) , DMA (2. 
5mL) fc£>tflC2->7PP-5-=hP£m#®£PM K (0. 264g, 1. 2mm 
o I) £®fflLT. SeSfiffl2lcfB«Lfc*ttl=tt^» MElttHbfttt (0. 4 08 g. i|R 
20 $9 4%) ^#tc 0 

R, 0.57(^L/><7P'J 7:1. v/v); 

'H-NMR (400MHz, DMS0-d 6 , TMS) : «5 6.88 (1H. m), 7.15 (1H, d, J=8.8Hz). 7.72 (1H, ddd, 
J=1.5, 8.8, 8.8 Hz). 7.84 (2H, d, d=8.8Hz), 7.90 (2H, d. J=8.8Hz), 7.90 (1H, d. 
J=8.8Hz). 8.03 (1H. m). 8.35 (1H. dd. J=2. 9, 8. 8 Hz), 8.51 (1H. d. J=2.9Hz), 11.03 
25 (1H. s); 

MS (FAB) tn/z: 433 (M + H) + ; 

(Hife^lll 0 1 ) N-[4- [ (5-^/U-[1 , 3, 4]^7i/7V/-;U-2— OU) T 

5/^;toi]7i-;i/]-(2-^pp-5-rhP7i-ji/) *;MWj-s K 
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W?7 *fJ-}\> CMsKibfi£fi$&&s O. 270g, 1. Ommo l), DMA (2. 
5mL) /«fb^lC2-^PP-5--hP$S§K^P'J K (0. 264g, 1. 2mm 
o I) ££fflLT* *»«)2lcEittLfc*3*fcl6t\ MBBttlbfttt (0. 060g, 4K 
$13%) £flfc 0 
5 R, 0.47.(yyi/>^D'J K:>^y— ;k 7:1, v/v) ; 

'H-NMR(400MHz,DMS0-d 6 .TMS) : <5 2.46(3H, s), 7.81 (2H, d, J=8.8 Hz). 7.86 (2H. d, 
J=8.8Hz), 7.91 (1H, d, J=8. 8. Hz) , 8.36 (1H, dd, J=2.9, 8.8 Hz), 8.51 (1H, d, J=2. 9 
Hz), 11.07 (1H, s); 

MS (FAB) m/z: 454 (M + H) + ; 

10 

(JBfcfcM 02) N-C4- [ (6—9aaidij?*Jy-a-<(j\,) TS^^u^-jU]? 

-(2--j7PP-5-^hP^i-;U) *Jl^5 K 
X;U7r^0Ptf "J4f$;> O. 2 84g, 1. Ommol), DM 

A (2. 5mL) ft&tffC2-£nD-5-.=. bP£j§>lK?P'J K (0. 264g v 1. 
15 2 mm o I ) £&fflLTs SS!60!1 2 l=B« Lfc»Scl=ttl\ $!5 S lKHb£*fcl (0. 454 
g, J|X$9 7%) 
Rf 0. 54 P ') K: > £ J 7:1, v/v) ; 

'H-NMR(400MHz,DMS0-d 6 ,TMS) : <5 7.77-7.97 (7H. m, J=8.8Hz), 8.36 (1H, dd, J=2.9, 
8.8 Hz), 8.51 (1H, d. J=2.9Hz), 11.11 (1H, s) ; 
20 MS (FAB) m/z: 468 (M + H)*; 

GWfcfli 03) n-[4- [ (i H-^>y 4 /-;i/-6—f;u) 75/x;^-ji/]7i 
-JU1 - (2-^7 aa- 5-- bay x-ji,) 4f5 K 
4- [ (6-*f>yvr-OlO 75/x;U*-;i/| 7-^ (7;u KM s/54t?UIEa, 0. 
25 288g, 1. Ommo I) „ DMA (2. 5mL) £tf|::2 -0 P P - 5 -=. h P$ 
AWI^PUK (0. 264g, 1. 2mmo I) £&fflLT, Hffifl 2 Ic&ft Lfc*» 
lcfl£l\ ftlBBKrib&til (0. 454g, 1|X$9 7%) ffcfc. 
Rf 0. 71 Of P 'J K: > JU. 7:1, v/v); 

, H-NMR(400MHz.DMS0-d 8 ,THS) :5 6.90 (1H, dd, J=2.2, 8. 8 Hz), 7.27(1H, d, J=2.2Hz), 
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7.61 (1H. d, J=8.8Hz), 7.79 (2H. d. J=8.8Hz). 7.82 (2H, d, J=8. 8 Hz) . 7. 88 (1H, 
d. J=8.8Hz), 7.94 (1H, s), 8.34 (1H, dd. J=2. 9, 8.8 Hz), 8.50 (1H, d. J=2.9Hz), 
10.38 0H, s). 11.05 (1H. s); 
MS (FAB) m/z: 472 (M + H) + ; 

5 

(HSS0J1 0 4) n-[4- [ (3, 4-s?y^u-fv+*7— ;u-e— r;u) 75^X;i/ 

*fl/77-T V 7-;U VttmSSp a o, 0. 267g, 1. Ommol), DMA 
(2. 5mL) ^bW:2-^DD-5-rhn$lf^O'jK (O. 264g, 1. 
10 2mmo I) $ffflLt, *««S2(Cffi«Lfc*flclCttl\ MBgtfHk**! (0. 364 
g, 1|Z$8 1 %) £f»fc„ 
Rf 0.41(^^U>^a 'J K:**/— 7:1, v/v) ; 

, H-NMR(400MHz,DMS0-d e ,TMS) : <5 1.68 (3H, s), 2.10 (3H, s), 7.79 (2H. d, J=8.8Hz), 
7.91 (2H, d, J=8.8Hz), 7.91 (1H, d, J=8.8Hz), 8.36 (1H, dd, J=2. 9, 8.8 Hz), 8.56 
15 (1H, d, J=2.9 Hz), 11. 15 (1H, s) ; 
MS (FAB) m/z: 451 (M + H)*; 

(Wtllios) n-[4- c (5-> h^>fcf | j5i;>-2--<;i,) ysy 
-(2-£pp-5-- hP7i-;u) *;it^5 K 

20 WJ-Tt'r—iS, (S/^ttTfllEfi, 0. 2 8 Og, 1. Ommo I) , DMA (2. 
5mL) fc&tf|C2~ i7PP-5-^hQ$,t#^PU h* (0. 264g, 1. 2mm 
o I) £fcfflLT. SIJ6«2fCf5«Lfc*tt[=fl6t\ «Stfrib£ft (0. 3 77g t 1|R 

R, 0.71(y^U>^7P ij K:^^y— ;U. 7:1, v/v); 
25 'H-NMR(400MHz.DMS0-d 6 ,TMS) : £ 3.80 (3H, s). 7.87 (2H. d, J=8.8Hz), 7.91 (1H, d, 
J=8.8Hz). 7.98 (2H, d, J=8.8Hz). 8.30 (2H, s), 8.36 (1H, dd. J=2. 2, 8. 8 Hz), 8.52 
(1H. d. J=2.2Hz). 11.09 (1H, s), 11.46 (1H. br) ; 
MS (FAB) m/z: 464 (M + H)*; 
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(H10«1O6) N-[4- (7?y^75y^/t-;i/) - (2-£ P □ - 5 - 

- h P 7 x - M * >Ut|? Jr-y- 5 K 

7*)\,-?-F?T-V^ (*>^ttTfjjigq a Bs 0. 2 1 4g, 1. Ommo I) , DMA (2. 
5mL) &btflC2 — ^PP-5-^hP$BM^P'J K (0. 242g, 1. 1mm. 
5 o I) *ttfflL-C SSMS««2(cEttL*:*aicttt\ WBSMfc&tt (0. 2 80 JR 

$70%) trntz* 

R, 0.24(^5 i ^>^P l J K:^^y-;U, 7:1, v/v) ; 

, H-MIR(4O0MHz,DIIS0-d 1 .TMS) : 5 6. 70 (4H. br), 7.77 (2H, d, J=8.8Hz), 7.81 (2H, d, 
J=8.8Hz), 7.91 (1H, d, J=8.8Hz), 8.36 (1H, dd, J=2.2. 8.8 Hz). 8.51 (1H, d, J=2. 2 , 
10 Hz), 10.98 (1H, s); 

MS (FAB) m/z: 398 (M + H)*; 

(HJS0O1O7) n-[4- (^;u75/*;U/K-;u75y 7i-;u]-(2 

— i7PP-5--hP7xz:;u) AjU/f^-y-S K 
15 1 -^;U-3-x;U37 r -;K;uOu 7 (7^ K LI 7 ^fctTtTf&q^ 0. 271 g, 1. 
Ommo I) .DMA (2. 5mL) btflC 2 P P - 5 I- P$Ifi^ P "J K 
(0. 26 4 g, 1. 2mmo I) £®fflLT, *fcfl2fcBB*Lfc#ft(Cfl6l\ «£! 
Wfc** (0. 3 4 6 g, J|R2p7 6%) £|#*: 0 
R, 0.24(*TPb>£PV K:^^/-;k 7:1, v/v); 
20 1 H-NMR(400MHz,DMS0-d 8 .TMS) : <5 0.82 (3H, t, J=7.3Hz). 1.18 (1H, m), 1.31 (1H. m). 
2.94 (1H, m), 6.44 (1H, m) , 7. 90-7. 93 (5H, m), 8.36 (1H, dd. J=2. 8. 8. 8 Hz). 8.54 (1H. 
d. J=2.8Hz), 10.48 (1H. br). 11.12 (1H. s) ; 
MS (FAB) m/z: 455 (M + H) + ; 

25 mt&Wl 08) N — [4- [ (2-7i-;U- (2H) -^^^-^-3 — ( )[,) 75 

J X}[y*-)i]z> - (2 --^ p p- 5 -- H P37x ~;u) K 

X;U77^x^-7-;U (v^ttrfiig^ 0. 3 14g % 1. Ommo I), DMA (2. 
5mL) *bt;i:2-^PP-5-^hP$lfi^piJK (O. 264g, 1. 2mm 
o I) fcttfflLT* S«5«2l=|E«Lfc*a(Cttt\ UlKHtftttl (0. 428 g, J|X 
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$8 6%) zmtzo 

Rf 0. 63(^^-b>^7 □ 'J K: 7:1, v/v) ; 

'H-NMR(400MHz, DMS0-d 6 , TMS) : <5 5.89 (1H, d, J=1.8Hz), 7.40 (1H. m). 7.48 (4H, m), 
7.59 (1H. d, J=1.8Hz), 7.69 (2H, d, J=8.8 Hz), 7.85 (2H, d. J=8.8 Hz), 7.93 (1H, 
5 d. J=8.8Hz), 8.37 (1H, dd, J=2.9, 8.8 Hz), 8.56 (1H, d, J=2.9Hz), 11.13 (1H, s) ; 
MS (FAB) m/z: 498 (M + H) + ; 

(S&J6091 09) N — (4-7i3-5-fh7 fv/^f7 2 — -<;U) -(2- 

£pp-5-:^ hP?i-;u) *;u^+i7-s h* 

10 2-75/-4-7i-Jl/-5-f h7 7 ; ^;U : 3 L 7l/-;U (7^ KU S/*ttTlTJEa* 0. 
373 g s 1. Ommo I) » DMA (2. 5mL) &bl£C:2--i7 PP-5-— hP£ 
»«*0'JK (0. 2 64g, 1. 2mmo I) *«fflLT, HifcGfl 2 lC|5tS LfcTSfc 

\zm\ nuBtMt&to (o. 3ii g , m56%) tmtz 0 

R, 0. 59 > : rax 3 : 1 , v/v) ; 

15 , HNMR(CDCI 3t 400MHz, TMS) : <5 0.88 (3H, t, J=7.3Hz). 1.10-1.47 (10H, m), 1.71 (2H, 
m), 2.85 (2H, t, J=7.8Hz), 7.16-7.28 (5H, m). 7.33 (1H, d. J=8.6Hz), 8.05 (1H, dd, 
J=2. 7. 8.6 Hz). 8.07 (1H, d, J=2. 7 Hz) ; 

MS (FAB) m/z: 566 (M + H)*; 

20 (men io) n — (5-7i^-[i, 3, 4]^7i>77-;u-2->r;u) - (2 

-i7QP-5--hP7i-il/) 7J;U7t?+"9-5 K 

2-75/-5-7xrjl,-l, 3, 4-^75?7'/-;U-«»«l (7JI/K 'J 'V^ttrfi 
SEfiu 0. 177g, 1 . Ommo I ) , DMA (2. 5m L) £ blflC 2 P P- 5 
-- hP£S^g££P'J h* (0. 26 4 g. 1. 2mmol)$iSLT, 0I1&09 2 KI2 
25 «Lfc*3*(Cf|l\ aUSlft^Hl (0. 141 g. jft*3 996) £f#fco 
Rt aSD^+^^rftiSx^, 3:1, v/v); 

'H-NMR(400MHz, DMSO-d fl , TMS) : 6 7.56 (3H. m), 7.93 (1H, d. J=8.8Hz), 8.01 (2H, m), 
8.40 (1H, dd, J=2. 9. 8. 8 Hz). 8.68 (1H,. d, J=2. 9 Hz) ; 
MS (El) m/z: 360 U*; 
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(HJ60!li 1 i ) n — [4- (3, A-*?7ji,ta7x-n,) f7';-^-2-<;W - 
(2-{;pp-5-_hP7i-;i/) *;u7tf*-9-5 k 

2-7sy-4- (3, 4-y7;i/ta7i-^) ?tv-j\s o *r ? u y i>ttmsESu 

5 0. 2 1 2g> 1. Ommo I) s DMA (2. 5mL) btflC2 □ P - 5 h 
OSIW^P'JK (0. 2 6 4g, 1. 2mmo I) JfifflLt, HJI50IJ2 [ClSKLfc 
*34lcttl\ tUBBBHbSflJ (0. 36 1 g, W9 1%) £*fc, 
R, 0. 43(^-9- >:|tax^U. 3:1, v/v) ; 

'H-NMR(400MHz.DMSO-d 8 ,TMS) 7.52 (1H, ddd, J=2. 2, 8.8, 8.8 Hz), 7.79 (1H, n), 
10 7.88 (1H. s), 7.91 (1H, d, J=8.8Hz), 7.94 (1H, ddd, J=2. 2, 2. 2, 8.8 Hz), 8.38 (1H, 
dd. J=2.9, 8.8 Hz), 8.61 (1H, d, J=2. 9 Hz); 
MS(EI) m/z: 395 IT; 

(Jtttffll 1 2) N- [3- {2-*=f-)\,&)*.*»-4-<<)\,) - (2-* 

15 pp-5--ho7i-ib) ^;i,7t-N+-y-5 K 

4- (3-75/71-/10 -2-^/Ufcf'J 5i» (> •< ? 'J 'V $?ttffiPRfi* 0. 1 
8 5 gs 1 . Ommo I), DMA (2, 5m L) & b VIC 2-£ O □ - 5 -— h P£S 
M^P'J K (O. 26 4 g> 1. 2mmol)^fflLtv S6JS«2(CB«Lfc*ffil= 
ttt\ ffiggittMb&lft (0. 1 98 g s l|X^5 2%) 

20 r, o.oe^^-y^gntx^/u, 3:i, v /v) ; 

, H-NMR(4O0MHz.DHS0-d 6 .TMS) : 6 2.69 (3H, s). 7.57 (1H, dd. J=8. 1. 8.1Hz), 7.84 (1H, 
d, .J=5. 1 Hz), 7.90-7.96 (3H, m), 8.36 (1H, dd, J=2. 9, 8.8 Hz). 8.53 (1H. d, J=2. 9 
Hz), 8.54 (1H, in). 8.78 (1H, d. J=5.9Hz), 10.94 (1H, s) ; 

MS (El) m/z: 368 M + ; 

25 

(HS£0<J1 1 3) N — [4- (^J^'Jy-A-^M - (2--S7DP-5- 

N- (4-75/ Z>3L-)\,) ^/U/fs'jV (*-f?'J "</$/ttifl!ES. O. 179g, 1. 
Omm o I)., DMA (2. 5 m L) btfC: 2 -*? P P- 5 -- h P$1H^ P 'J K 
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(0. 264g, 1. 2mmo I) £®fflLT, HK50IJ 2 |C|B$ L*:7Ji&IC«El,\ $I5i 
«Hb£«3 (0. 2 8 8 gs 1|X^8 0%) %mzo 
R, 0. 06(^-9- >: @f^X ^U, 3:1, v/v) ; 

'H-NMR(400MHz,DMS0-d 6 ,TMS) :S 3.08 (4H, t, J=4.8Hz), 3.74 (4H, t. J=4. 8 Hz) . 6. 96 
5 (2H, d, J=8.8Hz), 7.57 (2H, d, J=8.8Hz), 7.88 (1H, d, J=8.8Hz), 8.32 (1H, dd, J=2. 9, 
8.8 Hz). 8.42 (1H. d, J=2.9Hz), 10.49 (1H. s) ; 
MS (El) m/z: 361 IT; 

(MMW\ 1 4) N- [4- (tf^'Ji?>-1 -<Ol) - (2-^PP-5- 

10 -hP7i^;ix) ij;i,m5K 

N- (4-75^i-ib) t^'J^V (tJZfVvVtttiiffc&s 0. '176 g> 1. 
Ommo I ) % DMA (2. 5mL) &£tflC 2 P P- 5 h P£S#I$£ □ 'J K 
(0. 264g, 1. 2mmol) £<£fflLT. »tfc«2(C|3« Lfc*ftl=f6t\ «HBg 
fl*Ht*tt (0. 2 4 9 g. i|£$6 9%) 
15 R, 0.06(^*-y->:fEl£x^U, 3:1, v/v); 

'H-NMR(400MHz,DMS0-d s ,TMS) :S 1.55 (2H, m), 1.62 (4H, ,m), 3.10 (4H. t, J=5.6Hz), 
6.94 (2H. d, J=9. 1 Hz), 7.54 (2H, d, J=9. 1 Hz). 7.88 (1H. d, J^8.8Hz). 8.33 (1H. 
dd. J=2.8, 8.8 Hz), 8.41 (1H. d. J=2.8Hz), 10.42 (1H, s) ; 
MS(EI) m/z: 359 BIT; 

20 

(Ulife^ll 1 5) N- (4-IfJI,7?/7i-;i/) - (2 -<P P P - 5 -- h P Z)^- 

^W.W15 8VM&LtzN- (4-75/71-^) - (2-^OQ-5--hP7iZ 
;U) ±;U7j?*+J-5 K ■ 1 (0. 5 83 g s 2. Ommo I ) £y 5 S -)l> (1 Om 

25 L) vTyjK^bTtv^^h'JOA (251mg, 4. Ommo I) 

7/fe h7;U-rt K (0. 2 2 4mU 4. Ommo I) $JinxT0g{CT3 0#t£#Lfc, 
fi«*»fC* (2 0mL) , IIIPMW* (1mL) ZtiQTLs ±Cfc*»**%»U *^j5t 

^fcgf^v'J*^M7A^07l>^77-f- : BKX^, 3:1-1 : 
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i, v/v) tm^xmu mzmits® (o. 263 g , j&$4-i%) 

R, 0. 38(^+1- >:^X^;U, 1:1, v /v) ; 

1 H NMR(CDCI 3 , 400MHz, TMS) : 6 1.27 (3H, t, J=7.3Hz). 3.17 (2H, q, J=7.3 Hz), 6.62 

(2H. d, J=8.8Hz), 7.41 (2H, d, J=8.8Hz). 7.64 (1H, d, J=8.8Hz), 7.66 (1H, br), 

5 8.24 (1H, dd, J=2. 2, 8.8 Hz), 8.60 (1H, d. J=2. 2 Hz) ; 
MS (FAB) m/z: 319 M*; 

(H!fi0!l1 1 6) N- [4- (4-h;n>x;^z;i,75/) 7x-jl,] - (2-?P 
D-5--hP7i3) ^;u^-b-5 K 

10 fU5£$j5 8T-^jgL^N- (4-75;7i-W - (2-^PP-5--h07i- 
*;U7f^^-y-5 K • I (O. 291 g> I . Ommo I ) , DMA (5mL) , 

h'JX^;i/75> (0. 209mL, 1. 5mmol), 4 - h;UX>*JU*-;U£ P 'J 
K (0. 2 86 g. 1. 5mmo I) *ttfflLT» Wfe«3 6tcEfJLfc**(=fl6l\ ft 
ElWflSfcft (0. 249 g, J|R^2 9%) ^#fco 
15 R, 0.64(y^b>^n'J K:^^y-;k 7:1. v/v); 

, H-NMR(400MHz.DMS0-d 6 ,TMS) : .5 2.35 (3H, s), 7.08 (2H, d, J=8. 8 Hz), 7.35 (2H, d, 
J=8.8Hz), 7.54 (2H, d, J=8.8Hz). 7.63 (2H, d, J=8.8Hz), 7.87 (1H. d, J=8.8Hz), 
8.32 (1H, dd, J=2.9, 8.8 Hz), 8.42 (1H. d, J=2.9Hz), 10.14 (1H, s), 10.63 (1H, s) ; 
MS (FAB) m/z: 446 (M + H)*: 

20 

(§IJSf50<]1 1 7) N- (4-74z^;U75y - (2-^PP-5-phP7i 

ni&m5 8-z*m&uzN - (4-75/71-w - u-^pp-s-- hp?i- 

;u) *;u7K*-ys k • 1 (o. 291 g , 1 . 0 mm o I ) » DMA (3mL) , 

25 T-bf-JUC P 'J K (0. 0 7 8mU 1. 1mmo I) £®ffiLT> HJfi^J 2 (ClBig Lfr 
*Sfel=flEt\ aiBiW^^ (0. 255 g> 1|X3?7 6%) £#fc„ 
R, 0.54(^ly>?P'J F:**S-J\,, 7:1. v/v); 

'H-NMR(400MHz.DMS0-d B .TMS) : 5 2.04 (3H, s), 7.57 (2H, d. J=8.8Hz), 7.62 (2H, d, 
J=8.8Hz), 7.89 (1H. d, J=8.8Hz). 8.33 (1H. dd, J=2.9, 8.8 Hz), 8.44 (1H. d. J=2. 9 
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. Hz). 9.95 OH. s), 10.63 (1H, s) ; 
' MS (FAB) m/z: 334 (M + H)*; 

(HifctflJl 1 8) N — [4- 37i-/lO 7i^JU] - (2- $7 P 

HJfe#l8 8-eSitL/-N- [4- (4-75/7i-;i) 7i-/H - (2-2PP- 
5-ZhP7i^) *;U7t?+^5 K- Ittifctt (0. 3 03 g, O. 7 5mmol) % 
DMA (4mLK K U X^;U7 S > (0. 627mL, 4. 5 mm o I ) t M 
P'JK (0. 1 1 7mL, 1. 6 5mmo I) *«fflLT, £MM2ICEtt Lfc#&lCfE 
10 l\ Heit!Hb^ (O. 2 63 g, J|R$8 6%) fcfcfc. 

R, O.SeO^U^^P'J K:**/-,JU. 7:1. v/v) ; 

'H-NMR(400MHz, DMS0-d 6 , THS) : <5 2.07 (3H, s). 7.62 (2H, d, J=8.8Hz). 7.67 (2H, d, 
J=8.8Hz), 7.67 (2H, d, J=8.8Hz). 7.78 (2H, d, J=8.8Hz), 7.91 (1H, d, J=8.8Hz). 
8.35 (1H..dd. J=2.9, 8.8 Hz), 8.49 (1H. d. J=2.9Hz). 10.02 (1H, s), 10.78 (1H. s) ; 
15 MS (FAB) m/z: 410 (M + H) + ; 

(H!fi0i]1 1 9) N- (4-/0^/1/75/71-^) - (2-^PP-5--hP7 

SlttfiH5 8-effiiLfc-N- (4-75/7IZ/1,) - ( 2 -<? P P - 5 -- h P 7i- 
20 JU) *;UtH+-9-5 K ■ 1 (0. 291g, 1 . Ommo I ) % DMA (3mL) % 

'Om^PUK (O. 128mL ( 1. 1 mmo l)-*ftfflLT» StS*«2[CE«L 
fcSjfcfCftlV &ESKrtb£-tt (0. 3 1 7 g. J|R$8 0%) 

R, 0.67(>^U>^P 'J F:**J—}\,, 7:1. v/v); 

'H-NMR(400MHz.DMS0-d 6 .TMS) : <5 7.50-7.63 (3H. m). 7.69 (2H. d. J=8.8Hz), 7.79 (2H. 
25 d. J=8.8Hz), 7.90 (1H, d, J=8.8Hz). 7.97 (2H. d. J=8.8Hz). 8.34 (1H. dd. J=2.9. 
8.8 Hz). 8.47 (1H. d. J=2.9Hz), 10.28 (1H. s). 10.70 (1H, s) ; 
MS (FAB) m/z: 396 (M + H)*; 

(£16011 20) N — [4- (4-K>y-f;U7 5>'7i-;u) 7i-)H - (2—^7 n 
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P-5--hP7i-/b) *J^S K 

mmm 8x*m&LtzN- [4- u-rs/^i-no - (2-^oa- 

5--hP7i-;U) *;UW5K'U§8IS(0. 3 03g, 0. 75mmol), 
DMA (3mL) , h'JX^;U7 5> (0. 3 1 4m L, 2. 2 5mmo I ) » 
5 ;U£P'JK (0. 0 96mU 0. 8 3mmo I) ^fflLt, 2 {C|3iB Lfc** 

MBe^b^ (0. 3 1 2g. J|X$8 8%) &mzo 
Rf 0.73(^^U>^n 'J h*:>^-/-;k 7:1, v/v) ; 

'H-NMR(400MHz,DMS0-d e ,TMS) : 8 7. 52-7. 62 (3H, m), 7.69 (4H. m), 7.80 (2H, d, J=8. 7 
Hz). 7.90 (3H, m), 7.98 (2H. m). 8.36 (1H, dd. J=2. 9. 8.8 Hz). 8.49 (1H. d, J=2.9 
10 Hz). 10.35 (1H. s). 10.80 (1H, s) ; 
MS (FAB) m/z: 472 (M + H) + ; 

(HHfetflJ 1 2 1 ) N- [4- (4->^;U^>7l';i') 75/7i-;H - (2--J7PP 
-5-- hP^x-;u) *;U7f-^+t-5 K 
15 mi&mi 1 5T*M£LfcN- (4-75/7i-^) - (2-^7PO-5--hP7i 
*;U7t?+-y-5 K ■ 1 (0. 291 g, 1 . Ommo I ) , DMA (3mL) , 

4- >fM^V'f;i/^P l J K (0. 14 5mL, 1. 1 mm o I ) LT, Hi(50iJ 
2|Cl5mLfc^lr^t\ llagg^b^ (0. 3 0 2 gl 1|K^7 4%) *%tco 

R, 0.55(y^U>^7P U K:^^y^l/, 7:1. v/v); 
20 'H-NMR (400MHz, DMSO-d 6 . TMS) : 8 2.40 (3H. s), 7.34 (2H. d. J=8. 1 Hz), 7.68 (2H. d. 
J=8.8Hz), 7.78 (2H, d, J=8.8Hz), 7.89 (2H. d, J=8. 1 Hz), 7.90 (1H. d, J=8.8Hz), 
8.34 (1H, dd. J=2.9, 8.8 Hz), 8.47 (1H, d. J=2.9Hz), 10.19 (1H. s). 10.69 (1H, s) ; 
MS (FAB) m/z : 410 (M + H)*; 

25 (.nmmi 22) n- [4- u - tTfr^v-oiT*.;) - (2 

HJififf'J 8 8 TrlsSIji Lfc N - [4- (4-75/ 7i-JH - (2— £PP- 

5- =. hP7i-^) ±;i//K+-y-5 K • 1 (0. 303g, O. 7 5mmolK 
DMA (3mL) , h'JX^;U7 5> (0. 314mL, 2. 2 5 mm o I K 4-** 
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MV/'f^niJK (O. 10 9mU 0. 8 3mmo I ) £&ffiLT\ SSlit50ij2IC|2 
«Lfc*J*lCfl6t\ 81BiMtb*tt (0. 3 09g, A* 8 5 96) £l#fco 
R, 0.72(^^U><7P'J K:^^/-;k 7:1. v/v) ; 

'H-NMR (400MHz, DMS0-d 8 , TMS) :<5 2.40 (3H, s), 7.35 (2H, d, J=8.8 Hz), 7.68 (2H, d, 
5 J=8.8Hz). 7.71 (2H, d, J=8.8Hz), 7.80 (2H. d, J=8.8Hz). 7.87-7.93 (5H. nO. 8.36 
(1H. dd, J=2.9, 8.8 Hz). 8.49 (1H. d. J=2.9Hz). 10.25 (1H. s). 10.79 (1H. s) ; 
MS (FAB) m/z: 468 (M + H)*; 

(mmmi 23) n- [4- (eus?>-3— r;u-*;u#=^7sy) ^i-;^ - (2 

10 -£pp-5— — hP:7i— ;u) A^/f^5 K 

Hflfc#i]5 8T?gjiL*:N- (4-75; - (2-^PP-5--hP7i- 

;U) tfUU/f^+fS K • 1 tt^tt (0. 291 g, 1 . Ommo I ) , DMA (3mL) » 
^PfV-Ol/^PU K'ttgfttt (0. 336g, 1. 9mmol)^fflLT, HSfc0lJ2 
fCE«Lfc£Ssl::fi£l\ ffllBlWib^tt (0. 1 49g, J|R*3 8%) %mzo 

15 R, 0.29(^5 1 b>^P l J K:^^/-;k 7:1. v/v).; 

'H-NMR(400MHz,DMSO-d 6 .TMS) :S7.58 (1H, dd. J=2. 9, 8.0 Hz). 7.71 (2H. d, J=8.8Hz). 
7.78 (2H. d, J=8.8Hz). 7.90 (1H. d, J=8.8Hz). 8.31 (1H, ddd, J= 1 . 5. 2.2, 8.0 Hz). 
8.35 (1H. dd. J=2.9. 8.8 Hz). 8.48 (1H, d. J=2. 9 Hz), 8.77 (1H. dd, J=1.5. 5.1 Hz), 
9.12 (1H, d, J=2.2Hz). 10.48 (1H, s). 10.73 (1H. s);. 

20 MS(EI) m/z: 396 NT; 

(Hi&flll 24) N- [4- [4- (¥')Z»-3-'()l,-ijJ\,#->\,7ZS) 7I-JI/] 

- (2— i7PP-5-- hP7ir.;u) *;UTt?+-y-5 K 

Hife098 8T»ttiSLfcN- [4- (4-75/7I-/I/) - (2-£PP- 

25 5—— hP7i-W ^j;U7^+-y-5 K • 1 J£[i&& (0. 3 03g.O. 75mmol). 
DMA (3mL) , h 'J X^jUT 5 > (0. 314mL, 2. 2 5mmo I) , 23f; 
-Ol/*nU K-ttBtfi CO. 294g, 1. 6 5mmol) JfifflLT, 2 |C|5m 

Lfc^lCftlV ffiSSSKrib£ft (O. 26 3 g, Jfc*7 4%) £*#fc 0 
0.55(y^U>^P'J K:^^y-;U. 7:1. v/v); 
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'H-NMR (400MHz, DMSO-d 6 . TMS) : 57.59 (1H, dd, J=2. 9. 7. 3 Hz), 7.70-7.74 (4H, m), 7.80 
(2H. d, J=8.8Hz), 7.89 (2H, d, J=8.8Hz). 7.91 (1H, d. J=8 x .8Hz), 8.32 (1H, ddd, 
J=2.2, 2.2. 8.1 Hz), 8.36 (1H, dd, J=2.9, 8. 8 Hz), 8.50 (1H, d. J=2.9Hz), 8.78 (1H, 
m), 9.14 (1H, d, J=1.5 Hz), 10.54 (1H. s), 10.81 (1H, s) ; 
5 MS(EI) m/z: 472 (M + H) + ; 

(Hifctfiji 25) n — [4- (if js?>-4-* r;u-*^-;uT5y) - (2 

Safefl!5 8-CfiiftLfcN- (4-75/7i-^) - (2-^7DP-5-ZhP7r- 
10 ;U) 2UU7tMptf-5 h* • 1 (0. 29 1 g, 1 . Ommo I ) » DMA (3mL) » 

-TV^H^-f^PM K (0. 3 5 6g, 2. Ommol) ^IlLt, HSfi 

«2lcB«Lfc;&£6U:t&i\ fiHEB«Hb£*KO. 2 1 6 gs JjRip5 9%) £»fc„ 

R, 0. 48(y ^-H/^P 'J ;U, 7:1, v/v) ; 

'H-NMR(400MHz,DMSO-d 6 .TMS) :5 7.71 (2H, d, J=8.8Hz). 7.79 (2H, d, J=8.8Hz), 7.88 
15 (2H. d, J=5.9 Hz), 7.90 (1H, d. J=8.8Hz). 8.34 (1H, dd, J=2.9, 8.8 Hz). 8.48 (1H, 
d, J=2.9Hz), 8.79 (1H, d, J=5.9Hz). 10.55 (1H, a), 10.74 (1H, s) ; 
MS (El) m/z: 396 M*; 

(HJ£0>J1 2 6) N — [4- [4- (e«Ji?>-4— f^-*;U7|5=;U75y) 
20 - (2— {/PP-5-- hP7i-W K 

a5Jfiffi|8 8T?ffi6LfcN- [4- (4-75/7IZJI,) 7i-Jl] -4— OU)- (2 
-/;PP-5--hP7i-^) *;U^*-b-5 K- ittUffi (0. 303g, 0. 7 5m 
mo I) % DMA (3mL) s MJX^;U75> (0. 3 1 4m L, 2. 2 5mmo I ) „ 
-fV^a^/^/HJP'J K-JSBfclfi (0. 267g s 1. 5mmol) tftJILT, $SK 
25 ^ICsSi&LT^SKftlV 8fSlft{b&tt (O. 256g s W7 2%) 
R, 0.53(^^U>^P 'J K:**</-,/k 7:1. v/v); 

'H-NMR (400MHz, DMSO-d 6 . TMS) : 57. 70-7. 74 (4H, m), 7.81 (2H, d. J=8.8Hz). 7.87-7.93 
(5H. m). 8.36 (1H, dd, J=2. 9. 8.8 Hz), 8.50 (1H, d, J=2. 9 Hz), 8.81 (2H. d. J=6. 6 
Hz). 10.60 (1H, s), 10.81 (1H. s) ; 
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HS(EI) m/z: 472 IT: 

(HJStfiJl 27) N — (4-/<>Hf>X;i/^-;UT5y 7i-iH - (2— {7PQ-5- 

5 Hii#]5 8l?i?3gLfcN- (4-7~y 7x~;i/) - (2-?Pn-5--h07i- 
A^UTH^-y-S K ■ 1 (O. 2 9 1 g s I . Ommo I ) , DMA (3mL) % 

h'JX^;U7 5> (0. 27 9mL t 2. Ommo I) , ^<>-tf >7>;U7t?— ^ P 'J K (0. 
1 5 3mL % 1. 2mmol) £®fflLTs *t6ffl2(C|BttLfc*ttl=«l\ JH2@#Hb 
ftft (0. 139g, i|XIp3 2%) ^fc. 
10 R, 0.68<y*U>4/Di; 7:1. v/v); 

'H-NMR(400MHz, DMSO-d 6 , THS) : 6 7.09 (2H, d, J=8.8Hz), 7.53-7.62 (5H, m), 7.75 (2H, 
d, J=7.3Hz), 7.87 (1H, d, J=8.8Hz), 8.32 (1H, dd. J=2. 9, 8. 8 Hz), 8.42 (1H. d, J=2.9 
Hz), 10.21 (1H, s), 10.64 (1H, s) ; 
MS (FAB) m/z: 432 (M + H)*; 

15 

(HJI501J1 2 8) N — [4- >-tfyX)l>*-Jl7 5 y 7 x - (2- 

*»«8Bt84LfcN- [4- (4-75^ 7x-;U) 7x-;U] - (2-£PP- 
5--ha?*-fr) *;U7|?+-y-5 K • 1 ttBtt (0. 303g, 0. 75mmol), 
20 DMA (3mL) s K 'J X^;U7 5 > (0 . 2 0 9mL, 1. 5mmo I) , 'O.ifVX 
;U7^-;^P>JK (0. 1 1 9mL, 0. 9mm o I ) £&fflLT, 2 Lfc 

*ffilc«£l\ 8ffig&Hb£ft (0. 3 08g 4 U$7 5%) £f#fc 0 
• Rf 0.70(>^U>>7PiJ K:^^y-;U, 7:1. v/v); 

'H-NMR(400MHz.DMS0-d 6 ,TMS) : £ 7.18 (2H, d, J=8.8Hz), 7.53-7.95 (12H. m). 7.89 (1H, 
25 d. J=8.8Hz), 8.35 (1H, dd, J=2. 9, 8.8 Hz), 8.48 (1H. d. J=2.9Hz), 9.40 (1H, br), 
10.76 (1H. s): 
MS (FAB) m/z: 508 (M + H)*; 

(HftfflM 29) N — (4-I$>^z;i,75y7i^l) - (2-£ PP-5-" 
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Hfl50!|5 8T?KJfiLfcN- (4-75/ -7x-;U) - (2 P □- 5 h P 7i = 
;U) fcJMMtff-S K- Ittlfc* (0. 291 g v 1. Ommo I ) $bf'JS?> (3mL) 
J=5S<BU I$>^-;^P'JK (0. 1 53mU 1. 2mmo I) £*Da.TMS. 
5 [CT 6 #mm& Lfco Sf&fcjftlcfi? PfiW* (3mL),*(20mL), K®|X^;U ( 1 
mL) *Jdx., ££fc*S$tt*?>]»U *il3J:i;s;-fV^ae;n— r;UT?*», MESS 
*LTMEBKHb£*8 (0. 25 4g s 1|R$6 6%) 

R, 0.34WfU^DiJ K:^^/-;k 20:1, v/v); 

'H-NMRCWOMHz.DMSO-ds.TMS) : 6 1.20 (3H, t, J=7.3Hz), 3.06 (2H, q, J=7.3Hz), 7.23 
10 (2H, d, J=8.8Hz). 7.65 (2H. d. J=8.8Hz), 7.89 (1H, d, J=8.8Hz). 8.34 (1H, dd, J=2. 9, 
8.8 Hz). 8.45 (1H, d, J=2.9Hz), 9.73 (1H, s), 10.69 (1H. s) ; 
MS (FAB) m/z: 384 (M + H) + ; 

(HfflSflM 3 0) N — [4- (4-I^>x;L,7fNr.;U75/7i^/U) 7I-/I/] - (2 

HJi#|8 8Vm&.LtzH- [4- (4-75 / 7x~;U] - (2->7PP- 

5--hP7x^;U) M^5h*- (O. 303g, 0. 75mmol). 

DMA (3mL) % l£ y*J\,ft -J\,$ P ij K (0. 085mL, 0. 9 Ommo I ) £ 

ttfflLT, *te«"|5 0(CEttLfc73aiCflei\*|BiWft*1fc (0. 26 7 g, J|R3S7 7%) 
20 fcfcfc. 

R, 0.32O5 1 1^>£P'J K:/ 20:1, v/v); 

, H-NMR(400MHz,DMSO-d 3 .TMS) : <5 1.21 (3H, t, J=7.3Hz), 3.12 (2H, q, J=7.3Hz), 7.30 
(2H, d, J=8.8Hz), 7.65 (2H. d, J=8.8Hz), 7.67 (2H, d, J=8.8Hz). 7.79 (2H, d. J=8. 8 
Hz). 7.91 (1H, d, J=8.8Hz), 8. 35 (1H, dd. J=2. 9. 8.8 Hz). 8.49 (1H, d, J=2.9Hz), 
25 9.88 (1H, s), 10.80 (1H. s) ; 
MS (FAB) m/z: 460 (M + H>*; 

(HJS01J131) N — [4- (^lf^75/) -2-^Wi-;i/] - (2— J7PP 
-5-— hP7x~;u) */ut|?+-9-s K 
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2-T5/-5- (i?X^U7S^) HUX>-J&gJ£ ($3jHbfiSTfjH5p°(u O. 429 
g, 2. Ommo.l), DMA (5mL) , h M Xf^UTS > (0. 335mL, 2. 4 
mm o I ) £ & lf\Z 2 — -i7PO— 5— — hP £?J&#IS£ O 'J K ( 0 . 528g v 2, 4m 
mo I ) £<£fflLTs Hffiff«2(=E«Lfc»ai=«£t\ MBlttfcM (0. 4 3 1 g % 
5 ft* 6 0 96) £#fc„ 

'H-NMR(400MHz,DMS0-d 6 .TMS) : 6 1.09 (6H, t. J=7.0Hz), 2.22 (3H, s). 3.33 (4H, m). 
6.53(2H, m), 7.17 (1H, d, J=8.8Hz), 7.87 (1H, d, J=8. 8 Hz), 8.32 (1H, dd, J=2. 9. 
8.8 Hz), 8.39 (1H, d, J=2.9Hz). 9.86 (1H. s) ; 

MS (FAB) m/z: 361 ff; 

10 

(Jltfll 32) N- [4- (4-t e r t -7 h^i/i3)^-JUti^i>lf- 1 --f» 

- (2-^pp-5-- hP^i-;u) K 

4- tX7V>- 1 -*;U7t?>^ t er t - JfJUXf* 

(Tetrahedron Lett., vol. 41, 2000, 385) (5. 0 
15 8g, 18. 3mmo I ) , DMA (5 OmL) btflC 2 -*) P □ - 5 h P$B# 
»*PiJK (4. 84g, 2 2. Ommo I) ££fflLT, *«0«2(::ie«Lfcaai=f6 
l\ . fflBlMb&fe (7. 6 2 g> ft* 9 0%) £Hfc 0 
R, 0.56'(^4r-9-> : ftKx^. 1:1. v/v) ; 

'H NMR(CDCI 3 , 400MHz, TMS) : <5 1.49 (9H, s), 3.13 (4H, t, J=5. 1 Hz), 3.59 (4H, t, 
20 J=5. 1 Hz), 6.94' (2H, d. J=8.8Hz). 7.53 (2H. d. J=8.8Hz). 7.64 (1H. d, J=8.8Hz), 
7.86 (1H. br). 8.24 (1H, dd, J=2. 9, 8.8 Hz). 8.59 (1H, d. J=2. 9 Hz); 
MS (FAB) m/z: 460 M*; 

(11111 3 3) N — [4- v>- 1 -*Olx) 7iZ/b] - (2-<7PP-5- 

25 zhP7i-^) A^mU' 

HJ&0IJ1 3 2T?§?j£Lfc, N — [4- (4-t e r t h+^A^TH-^tf^^^ > 

-i-<;u) 7x=ju] - (2-^pp-5--hP7i-W *;utK*-9-5 K (6. 1 

5g, 13. 3mmo I ) *2N||ft**/1 , 4 -5?*#*>»* ( 4 0 m L) 

2 0B»|HHB^Lfco SfS^^x^Ux-^UT^LT^^^^ffi. 1, 4-S> 
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Irtt^ x^;ui-^T ; &#Lfc 0 fc&;fcfcBtt*»E*8*LT, ^IB@tfHb£$i (5. 

1 7 g% J|R$9 0%) *fffc 0 

'H-NMR(400MHz,DMS0-d 8l TMS) : 6 3.23 (4H, m), 3.37 (4H. m), 7.04 (2H, d, J=8.8Hz), 
7.62 (2H. d, J=8.8Hz), 7.88 (1H, d, J=8.8Hz). 8.33 (1H, dd, J=2.9, 8. 8 Hz), 8.42 
5 (1H, d, J=2.9 Hz), 9.40 (1H, m), 10.62 (1H, s); 
MS (FAB) m/z: 361 (M + H) + ; 

(3£flfc0!l1 3 4) N — [4- (4-T-tr h+'>7i-W 7i-^] - (2-<7PP-5 

-zHP7i-Ji/) *;u#++i-s K 

10 < (13 4 a) 4- (4-7"fe Mr*>7xr:jU) 7-M> 

4- (4-7-tr h4v7i- ;U) — HP^^-ifV (J. Am. Chem. Soc. , 6 
6, 1944, 1245) (0. 860g, 3. 3 4mmo I ) £X$y — )l> (9mL) 
l=»»U 5%/<9S^A-*-#:/tt» (0. 1 8g) £tt*TSa-e2B*H!IM*L*:. 

15 - : ft»X^;U, 1:1, V/V) *ffl^T«8U «EBHHb** (0. 6 

99g, J|S^9 2%) gfcfc. 
R, 0. 11(^*-9->:BtKx^|/. 3:1, v/v) ; 

1 H-NMR(400MHz,DMSO-d 6 ,THS) : 8 2.32 (3H, s). 3.73 (2H. br), 6.75 (2H, d, J=8. 6 Hz), 
7.11 (2H, d, J=8. 7 Hz), 7.38 (2H, d. J=8.6Hz), 7.52 (2H. d, J=8. 7 Hz) ; 
20 (1 34b) N — [4- (4-742 h+v7i-/l) ZPjl-JH - (2-7PO-5-- 
SP7i-W K 

Hag0!l1 3 4aT?«3SLfc4- (4-7th+i/7i-il,) 7-'J> (0. 69 4g, 
3. 05mmo I) , DMA (7mL) fctflC 2 -*? P □ - 5 h P£j§.§&£ P 'J 
K (0. 8 73 g, 3. 9 7mmo I) fcttfflLT, *lfc«2l=E«Lfc*ftlC|l£t\ ^ 
25 fleiftfc&ttl (1. 0 3 gs i|Up8 2%) zmzo 
R, 0. 16(^4r-y->:^X^;U, 2:1, v/v); 

l H-NHR(400MHz.DMSO-d 6 ,TMS) id 2.30 (3H. s), 7.22 (2H, d, J=8.8Hz), 7.71 (2H, d, 
J=8.8Hz), 7.71 (2H, d, J=8.8Hz), 7.81 (2H, d, J=8.8Hz), 7.91 (1H, d, J=8.8Hz), 
8.36 (1H, dd, J=2.9, 8.8Hz), 8.49 (1H, d. J=2.9Hz). 10.82 (1H, s) ; 
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MS (FAB) m/z: 411 (M + H)*: ' 

(nmW 1 3 5 ) N — [4- (4-th'a*->7i-Jl/) - (2-*PP-5 

5 mffjl 3 4-effltLfcN- [4- (4-7-feh+>>7i-W 7i-Jl] - (2-$ 
•PP-5--hP7i-)W *;UtH^-9-5 K (0. 882g, 2. Hmmol)^^ 

(i 8mD icras-s, 2 5w t%^- h'j^A^t h#5/K->$y-;uj§;^ 

*^Jn*.T2 2B#llflflM*Lfc. Sli6»ai=»iltJnitTpHt4|cLT» 5F»*5K 
Lfco ^b*xfcll<*£>*/-;UT*&#U StEttitLT&SoaiBlWfb** (0. 7 

io 2 8 g ) mthtztmomusMts® co. 7 2 8 g > *i^y-;n=apj»» 

»U 3 B^H^SLfco £Cfc@#$39IU %*«>»iflt*B*. ME&JiLTlilBa tt 
(0. 26 9 g, l|XIp3 4%) £f#fc 0 
R, 0.09 (M^>: TOX *;U. 1:1, v /v) ; 

"H-NMR^OOMHz.DMSO-de.TMS) : <5 6.85 (2H, d, J=8. 8 Hz) , . 7. 49 (2H, d, J=8.8Hz). 7.60 
15 (2H. d, J=8.8Hz), 7.75 (2H, d, J=8.8Hz), 7.90 (1H. d, J=8.8Hz). 8.35 (1H, dd, J=2. 9. 
8.8Hz), 8.48 (1H, d. J=2.9Hz), 9.53 (1H. s), 10.75 (1H, s) ; 
MS (FAB) m/z: 369 (M + H) + ; 

• (HJS01I1 36) N — ( 4 - > $ >X;Ut^ - ;U7 5 / ? i -}l>) - P-5-- 

20 hn7i-;i.) *;utH*-9-5 K 

8X*UikLtzN- (4-75/71=.;!,) - (2 -< $7 P P - 5 -- V P 7i- 
*/Uf ++f 5 h' • 1 iSSllg (O. 291g, 1. Ommo I) JDIVIA (5mL) fC 
|g®U h'Jlf;i/75> (O. 209mLi 1. 5mmo I) ^J^tw^a 
.UK (O. 1 1 6m U 1. 5mmo I ) ^ttSLTaatT 2 OttM«J*Lfc. 
25 ICt&MW* (1. 5mL) „ 7k (1 5mL) £Cf::3s§$l£;5BlL*:o 

fcfflfct*fc«fci^v?ptr;i,x-T;u-ea*, ME^LraiBiMft^ (o. 2 

1 Og, 5 7%) 
R, 0.64(y^b><;P i) K:**/— jl,, 7:1, v/v); 

'H-NMR(400HHz.DMSO-d 6 ,TMS) : <5 2.97 (3H, s). 7.23 (2H, d. J=8.8Hz). 7.67 (2H, d. 
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J=8.8Hz), 7.89 (1H. d. J=8.8Hz), 8.34 (1H, dd, J=2.9. 8.8 Hz), 8.45 (1H. d, J=2. 9 
Hz), 9.65 (1H, s). 10.71 (1H, s) ; 
MS (FAB) m/z: 370 (M + H)*; 

5 (SUfefllJl 37) N- ( 4 - n - ^* v;U7 5 J - ( 2 P P - 5 -- h P 

SftffiWS 8T?S!iiLfcN- (4-75/7i-;i/) - (2-^7PP-5--hP7i- 
;U) 7j;U7K+-y-5 K • 1 ttlfttt (O. 5 8 3 g % 2. Ommo I ) , ;u (1 Om 

L) % S/7/**ft*^*-^h'J^A (1 38mg, 1. 1mmo I) j3Wn-^ 
10 ^— ;U (0. 2 8 8mU 2. 4mmo I) £®fflLT, 1 1 5 |CK«E LTtTJ&IC 

ftt\ Sffittib&ftliLTSSEIttfl:^* (O. 24 7 J&$3 3%) 
R, 0. 56(^-9- >:iE@£x^/U, 1:1, v/v) ; 

'HNMRCCDCU, 400MHz, TMS) : <S 0.91 (3H, t, J=7.3Hz), 1.30-1.65 (8H, ni), 3.12 (2H, 
t, J=7.3Hz). 6.62 (2H, d, J=6.6Hz), 7.40 (2H. d, J=6.6Hz), 7.64 (1H, d, J=8.8Hz), 
15 7.66 (1H, br), 8.24 (1H, dd, J=2. 2. 8.8 Hz). 8.60 (1H. d. J=2. 2 Hz) ; 
MS (FAB) m/z: 375 M*; 

(UMl 3 8) N- [4- (N s N-5?-n— ^+$^7 5-/) 7i~;H - (2-£ 

20 mmm^ 3nz^x, ur*Eittft^*(o. i e 2 g% mi s%> 

■ Rr 0.79(^+-y->:^X^;U, 1:1, v /v) ; 

'HNMR(CDCI 3 , 400MHz. THS) : S 0.90 (6H, m), 1.26-1.38 (12H, m), 1.52-1.62 (4H, m), 
3.26 (4H, t, J=7.3Hz), 6.63 (2H, d, J=9.2Hz), 7.42 (2H, d, J=9.2Hz), 7.62 (1H, 
25 br), 7.63 (1H, d, J=8.8Hz), 8.24 (1H, dd, J=2.9, 8.8 Hz), 8.60 (1H. d, J=2. 9 Hz) ; 

(HSS0IJ13 9) N — [4- (3, 5-i5-ter t-7fJl/-4-tFO+i/7i-il) 

5=-77-;u- 2-^01,] - (2-^po-5--hn7i-;i-) 7j;u#*-t>-5 h* 

(139a) 2-7S/-5- (3, 5 - iJ- t e r t - 7f f 4 - 1 K O + «>7 1 
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1 - (3, 5-is- t e r t -?*?M*-4-fc KP*»>7i=;U) ^-^P^EX* 
>-1 (9. 8 1 g s 3 Ommo I ) fcTMr h > 5 0 m L |Cj£fi?Lfc*IC> 

U7 (4. 56g, 6 Ommo I) Hftft&Lfc. £Jfcfc£igl!S&s ttfDM* 

5 fcJ:V's^>*a*a#» tifttlLfcBft&tJDU ftftffctttfkL ffCIMftM (8. 

92g, fflJ|R^9 8%) £f#fc 0 

'H-NMR (400MHz. DMS0-d 6 . TBS) : 6 1 . 40 (9H, s ) , 6. 71 (1H. s , ) . 6. 96 (2H, s ) , 6. 97 
(1H. s,). 7.52 (2H, a,); 

( 1 3 9b) N— [4- (3, 5-v- t e r t -Z?TJl-4-\l h*P+i/7i-il) 

10 7v/-;u-2--r;u] - (2--i7PP-5--hP7i^;u) *;MMf#s K 

Hifc0lJl 3 9 al?i?iltLfc2-7 5y-5- (3, 5-£?-t e r t-^^U-4- 
tKP+'>7i-;i/) f 71/-^ (0. 32g, 1. 03mmo I) » DMA (5mL) 
fc£i;iC2-£PP-5-- P'J K (0. 25g> 1. 13mmol)| 

fcfflLT, j|*«lJ2(C|B«Lfc*aclCttt\ 1IIBltiHb*tt (0. 446 g, J|R$8 8%) 

15 zmtzo 

'H-NMR (400MHz, DMS0-d 6 , TMS) :<51.42(9H, s), 7.11 (1H, s), 7.53 (1H. s) , 7.65 (1H, 
s) . 7.90 (1H, d, J=8.9 Hz) , 8.37 (1H, dd, v*=2. 8. 8.9 Hz) , 8.59 (1H. d. J=2. 8) ; 

(SttfflM 40) n- 2—010 - (2->7PP-5-xhP:7i=;iO 

20 7f?++J-5 K 

2-7?;tf7^> (O. 2 9 7 g, 3. 1 3mmo I ) , DMA (5mL) fcbtflc 
2-^PP-5--hP$Ifi/7PiJ K (0. 833 g, 3. 7 9mmol)££fflL 
*««1(cE«Lfc»S6Jc|tt\fi*6«fTofc. SjgttlcftnSW* (1 OmL) „ * 
(1 OmL) fcbtfKSI^X^l, (2 OmL) ^iDilr^Ufc, *#b*lfc*r$gjf £#8t 
25 U ( 1 0 m L x 2 ) U ftftttlft- h U -!7 AT*&*£ U 3£ET}§il£ 

A^P7h^77^- (>fl/^OiJh':»ilf^, 1:5 V/V) £ffl^T*§g 
U ttEIWfc^tt (o. 2 7mg)^|fc 0 c^L^^-rv^ne^x-^^T^b 
3?^ tfMHSU &8SSftfc&ft (0. 1 8 g % Jfei?2 1 %) Jffe. 
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'HNMR(CDCI 3 , 400MHz, TMS) : 8 7.71 (1H. d, J=8.8Hz). 8.31-8.35 (2H. m). 8.47 (1H. 
d, J=2.5 Hz) d 8.62 (1H, bs), 6 8.68 (1H, d, J=2. 7 Hz), 6 9.68 (1H. bs; 

(Hffl50>Ji4i) n — (6-> ; 5 1 ;uK>^77-;u-2-'f;u)' - (2-^PP-5- 

2-75/-6-^ J-fr^y/^TV— (0. 3 0g s 1. 80mmolK DMA 
(5mL) fulCDPPA (0. '44mL, 2. Ommo I ) , h'JX^U7 

S> (0. 28mL, 2. 0 mm o I ) & S> tflC 2 -t> P P - 5 -- h P5?J§>i# (0 . 
37g, 1. 8 2mmo I) £fl07U -»aaT?*#Lfc. SEJMI6 2 fcBMHcMLT 

y=y-?4- (^^F-y-> : 5 : i v/v) fcflji^T&KU flnsiKMbM 
(o. i 9m g ) £»fc, zft^iMv^Pi^ux-Tju^llfc^ at8i?$;$u fil 
GSMtett (o. 1 4 g , j|x*2 i %) £#fco 

'H-NMR (400MHz, DMS0-d 6 , TMS) : <5 2.44 (3H, s). <5 7.30 (1H, d, J=8. 3 Hz), <5 7. 69 (1H, 
15 d, J=8.3 Hz). 6 7.84 (1H, s).<5 7.92 (1H, d, J=8.9 Hz), 8.39 (1H. dd, J=2.8, 8.9 
Hz), 8.64 (1H, d, J=2. 8 Hz): 

(SttflM 42) N— [3- (4- h'j;u75/x;utN-^) - (2-^DP- 

20 3- (4-h'J;U75^X^^-^) 7-'J> (0. 40g, 1. 5 2mmo I) , D 
MA (5mL) fcbtflC2->7PP-5-=.hP$m#^PV K (0. 3 9 g) 
LT, SMS«2fcffi«L'fc*aiCfl6t\ anSlttMb&tt! (0. 6 5gs W9 6%) £*# 

'H NMR(CDCI 3 , 400MHz, TMS) : <5 2.78 (3H, s), 6.62 (1H, s), 6.95 (2H, d, J=8.4Hz), 
2 5 7.05 (2H, d, J=8.4 Hz). 7.43-7.50 (2H, nO, 7.66 (1H, d, J=8.8 Hz), 7.94 (1H, s), 
8.02-8. 05 (1H. m). 8.26-8.30 (2H. m), 8.58 (1H, d, J=2. 7 Hz) ; 

(HJIS0IJ1 4 3)3- (2--j7PP-5--KP'<>7-r;U75/) SUM* 
7-Jl 
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N— [3- (j< h^H/ftM— JU) 7i-/U] - (2-^PP-5--h07i — ;u) 
K-S-JSySlfi^f^XXf;!/ (5. 3g, 3 5mmo I ) , DM 
A (50mL) tet>mz2-t7an-5--ha£&^m-!7a>) K (8. 4 9g) ^1 
LT, W6«2(=E«Lfc*aic|£t\ MSgtiribftlfe (1 O. 89 g , J|x^9 3%) £ 
5 fcfc. 

"HNMR(CDCI 3 , 400MHz. TMS) : 6 3.94 (3H, s). 7.51 (1H. t. J=7. 9 Hz) . 7. 68 (1H, d, 
J=8.8Hz), 7.89 (1H, d, J=7.9Hz), 8.04 (1H. d, J=8.8Hz). 8.15 (1H, bs). 8.29 (1H, 
dd, J=8.-8, 2.7 Hz), 8.64 (1H. d, J=2. 7 Hz) ; 

10 (Htfcflii 44) n— [4- (4- hM;u7S./*;u*-;u) - (2-^bp- 

4- (4-HJ^75yx;tol,) 7-'J> (0. 263g H 1. OOmmol), 

DMA (5mL) £ tflC 2 ^£ P P - 5 h P£,&W&? P ij K (0. 243g)£ 

fcfflLTs Sttt«!l2(=E«Lfc*iSfelCttt\'«EIttft*» (0. 37 5g, JR$8 4%) 
15 "*»fc, 

'H NMR(CDCI 3 , 400MHz, TMS) : <5 2.29 (3H, s), 6.36 (1H, s). 6.96 (2H, d, J=8.3Hz), 
7. 07 (2H, d, J=8.3 Hz). 7.67-7.70 (5H, m), 8.09 (1H. m), 8.30 (1 H, dd, J=2. 7, 8.8 
Hz). 8.61 (1H. d, J=2.7 Hz); 

20 (^i£0!l145) 3- (2-^PP-5-=.HPK>y^^U75y) 

^01J1 4 3-e»JtLfc3- (2-^PP-5- - h.P'OV-OUTSy) 
fJUXfil' (1 O. 32 gl 30. 8mmol)^ OOmL) [Cjgfi? 

U 1 N*IMb^-KiJ^A*»5ft (4 6mL) *JDS.2 4ttM«»Lfc. 
**)friPTs 1 Ni&l?* (5 0mL) *«J*Tl=T3»iDLfco «fffl Lfc«**att, * 
25 jft'ftgttU W&BttoitG® (9. 72 g> J&$9 8%) £#fco 

'H-NMR(400MHz.DMSO-d 6 .TMS) : <5 7.51 (1H. t. J=8.0 Hz), 7.71-7.74 (1H. m). 
7.89-7.92 (2H. m). 8.33-8.42 (2H, m). 8.52 (1H. d, J=2.7 Hz). 10.90 (1H, s); . 

(£tt0h 46) N — (tf'J v>-4-W7U) - (2-^PP-5--hP7i-M 
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tf (0. 421 g) , DMA (1 OmL) &€>tf|=2-£ PP- 5- 

= Kp*&M*p'JK (1. 08g) Jcy, S*«l(c|B«Lfc35tt(=ftl\ 0. 7 8 
8 g © (tfu s?>-4-- - (2-^pp-5--ho7i-ji/) a/MWJ-s K£ 

5 fffc. fce>*lfc (tf 'J 4 — OlO - (2-^PP-5--HP7i-;U) *;utH+ 
"9-5 K (0. 6 57 g % 2. 3 7mmo I ) & % (1 OmL) ir^Ls -fcCI 

(c4N-^fb^/v^-y->;t;$^iDLfc 0 i BMML x— r;u (i OmL) £An*, 
ffittLfcfM&MK. &*#Ls ffClMfbM (0. 7 3g, J|X$9 8%) **fc„ 
'H-NMR(400MHz,DMS0-d 6 .TMS) :5 7.96 (1H, d, J=8.8Hz), 8.20 (2H. d. J=7.0Hz), 8.42 
10 (1H, dd, J=2.8, 8.8 Hz). 8.68 (1H. d, J=2.8Hz), 8.80 (2H. d. J=7.0Hz), 12.25 (1H. 
s); 

47) N — [4- (tf 'J^>— 2 — f ;u) 7i-;u] - (2-^PP-5-- 

15 4- [(tf"J*;>-2-'f;U) 7^ "J>-ttittt 0. 320g, U'J2/> 5 

mLfeW2-^PP-5--FPSIfi^PU KO. 347gctys 6 8 ICf5ft 

Lfc*ft(Cffil%N- [4- (fcf'J v>-2-^;U) 7i-/b] - (2— i7PP-5--h 
B7i=M rt/MWSK (0. 3 8 8 g) ®m£ft*:. #&*lfcN- [4- (If 'J 

S»-2--f;u) - (2-^pp-5-_ hP^x-;u) ajuHMp-frs h* (o. 

20 522 g, 1. 47 4mmo I ) , *;t**> (1 OmL) . fe*U!4N-JHb**/*; 

(o. 4 6mD .fey, mm* a kmmtis&T!mtRUifyibii¥t (o. 5 7 g , 

J&99 996) &mtz 0 

'H-NMR (400MHz, DMS0-d 6 , TMS) : 8 7.6-7.73 (1H, m), 7.92 (2H, d, J=8.8Hz), 7.93 (2H, 
d, J=8.B), 8.16 (2H, d, J=8.8Hz). 8.23-8.26 (1H. m), 8.30-8.34 (1H. m). 8.37 (1H, 
25 dd, J=2.8, 8.8 Hz), 8.53 (1H. d, J=2: 8 Hz) 8. 77-8. 79 (1H, m). 11.09 (1H, s) ; 

(Uti5!li4 8) n- [4- (tf';^>-3--r;u75/*;u7K^i;u) 7x-M - (2 

-^7DP-5--hP7i —)l>) *JU#^-y-5 h* 
(148a) N- (4-1 h**>2UU7K-;U7x=.;i/) - (2--i7PP-5--hP7i 
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4-75/£,l#g|l : 5 1 ;H7.TMU (9. 8 8g) , DMA (5 0mL) fct>tfC:2- 

i;pp-5-nhP$ifi^pijK (i4. 47 g ) mmm2\zmmLtzi5miz 

*l*llttfc6«2 o. 3 3 ea>tSA$fffe. 

5 'H-NMR(400MHz.DMSO-d 8 .TMS) : 6 1. 33 (1H, t, J = 7. 1Hz). 4. 31(2 
H. q, J = 7. 1Hz), 7. 85 (2H, d, J = 8. 7Hz) s 7. 91 (1H, 
d, J = 8. 8Hz) , 7. 99 (2H, d s 8. 7Hz), 8. 36 (1 H, d d, 
J = 8. 9. 2. 8Hz), 8. 53 (1H, d, J = 2. 8Hz), 11. 05 (1 
H, s) 

10 (14 8b) 4- [(2-?PP-5--hP7i-W *;U7K-;U75/] &&gM 

HJ1#J1 4 8a 7?o"i?£L7i N— (4-1 F^*^-;^!-^) - (2->7PO-5 
-;hP7i-W ±JUtK*-9-5 K (1 9. 5 5g) $v^+-y-> (1 OOmL) ICjg® 
Lfc^lr, 1 N-7K^b± MJ^-Mcjgjft (84mL)$M3 BBaTfWLfc. S 
iSS^METjiSSL/i:^, 7j< (3O0mL) £*B;U JKtK^T, 1 N-£^k (90m 

15 D *aMo«#Lfc. £j«Lfc|g||£aHWatU SKHb£tt (i 7. 5 9 g ) 

1 H-NMR(400MHz.DMS0-d 6 .TMS) : $ 7. 82 (2H, d, J = 8. 7Hz), 7. 91 (1 

H, d % J = 8. 8Hz) , 7. 97 (2H, d, 8. 7Hz) , 8. 36 (1.H, 
dd, J = 8. 8 2. 8Hz), 8. 52 (1H, d, J = 2. 8Hz), 1 

I. 01 (1H, s) 

20 (1 4 8 c) N — [4- (t°Ui;>-3 - -<)I7$S1jJ\,#-)\,) 7i-W - (2->7P 

p-5--hP7i-^) *;u/t:+-9-5 h* 

HJK501J1 4 8 bT?#f>tL7t4- [ (2-^PD-5--hP7i-/l/) *;t,;f?x/U75 
J~i $111 (O. 523g, 1 . 6 3mmo I ) £DMF (1 OmL) |C;§<j?U WS 
C (0. 39g) U^mzZ-7^J tf'Ji?> (O. 1 5g) £*D;l, Sa-e4H$|BHRff 
25 Lfco SJC^ICtaMWTK (3 OmL) & btflCg£I*X^;i, (50mL) ^flaa/CA^ L 
fco ^b*l7r*fi®/l£#gtU &|Q&&7k (2 0mLx2) -e&#U h 'J ^ 

<b3"$l£, i/'J*7->i)7A^a7h^7^- (J&lb,' X^U>: 20 : 
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(0. 30 gl 1|J$4 6%) &mz 0 

'H-NMR (400MHz, DMSO-d„, TMS) : 6 7.40 (1H, dd, J=4.7, 8. 3 Hz), 7.87 (1H, d, J=8.7Hz), 
7.92 (1H,d. J=8.8Hz), 8.04 (2H, d, J=8.7Hz), 8. 18-8. 22 (1H, nO, 8.32 (1H, dd. J=4. 7, 
1.4 Hz). 8.37 (1H, dd. J=2.7, 8.8 Hz). 8.54 (1H, d, J=2.7Hz), 8.94 (1H, d. J=2.4 
Hz). 10.39 (1H. s), 11.02 (1H. s) ; 

(^i&0!|1 49) N — [2- (4-^^;U^>7-r;U75/) *>*/?7V— fr- 6 — f 
;U] - (2-i?PP-5--hP7iz;i/) A^/tMp-H-s K 
(149a) 2- (4-*¥J\,Ky)/<()l,7§S) - 6 VU<^J*7V—)\* 

i 

2-75y-6-zhP^>>;f 7 >;-;i/ (6. 44g, 3 3 mm o I) » DMA (4 
5mL) % JjEfctf^-y^UftSM^Py K (4. 80mL) £{£fflLT, 11)51092 
(CE*Lfc#ftfCttl,\ *Ii5IlHMt£$l (9. 8 8g, J|R$9 6%) £^*: 0 

'H-NMR (400MHz.DMS0-d 6 , TMS) : <5 2.41 (3H, s), 7.39 (2H, d. J=8.2Hz). 7.90 (1H, d, 
J=8.9Hz), 8.08 (2H, d, J=8.2Hz), 8.25 (1H. bs). 8.30 (1H, dd. J=2. 4, 8.9 Hz), 9.06 
(1H. d. J=2.4 Hz); 

(149b) 6-7S/-2- (4-y^;U^^7'T;U75/) * % s % S¥7 y S—)l> 
Mt&mi 49 aT^iiLfr2- (4 J-JisK^VJ )U7 Z / ) -6-n \-uKy^f- 
7>/-;U (3. 2 0g s 10. 2m mo I ) £THF (1 5 0ml_) (dg«U ^ZlZtg 
it-y^fr (\ I) (4. 8 5 g) fc&tflcfcJIWt*^**- HJ^A (1 . 55 

g) &MomitviDZ.s 3o#nn»#Lfc. Re;****** naix^u (2oo m D 

*6tflctt»«»* (2 0 6mL) &ta*.> 3 0#®$t&&> Lfc. 
#?*Lfctt, f»e»*lfc«JS^»||L 4 ttMtt* (2 0mLx2) T»J*»U 

H^^^rv^ptr^x— r^-embtt, anifttu aieinikM (1. so g , 

J|R¥5 2%) £#fc 0 " 

'H-NMR (400MHz. DMS0-d 8 . TMS) : <5 2.40 (3H. s). 5.20 (2H, bs),'6.74 (1H. dd, J=2.2. 
8. 6 Hz), 7.04 (1H, d, J=2.2Hz). 7.36 (2H, d. J=8. 2 Hz)". 7.45 (1H, d, J=8.6Hz). 8.01 
(2H, d, J=8.2, Hz); 

(14 9c) N — [2- (4-*?-)[,<l/y4)\,7Z;) *>y?7 s J—)l>-6 — ( JU} 
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- (2-^PP-5--hP7i-Jl-) ilJlftttZ h* 

49b-ei£j£L7c6-75/-2- (4->fM>»;-f^75«/) 'O*/? 
7'/-;U (0. 30g, 1. 04mmo I ) , DMA (5mL) ft6W:2-^aP-5 
-=hn£AM*n V K (0. 26 g , 1. 2 0mmo I ) ££fflLT, gU60fl2(cK 
5 «Lfc*3*ICttt\ flNBiftfcfttt (0. 4 1 g, i|X^8 6%) £*#fco 

'H-NMR (400MHz. DMSO-d,, TMS) : <5 2.40 (3H, s), 7.36 (2H, d. J=8. 1 Hz), 7.64 (1H. dd, 
J=2.0,' 8.7 Hz). 7.75 (1H, d, J=8.7Hz). 7.91 (1H, d. J=8.9Hz), 8.05 (2H. d, J=8. 1 
Hz), 8.36 (1H. dd, J=2. 8, 8.9 Hz), 8.43 (1H, d, J=2.0 Hz), 8.50 (1H, d, J=2.8Hz), 
10.86 (1H. s); 
10 MS (FAB) m/z: 000 (M + H)*; 

(HtSflll 5 0) N- [4- (4 -I^;UK>-t?>7JU7tv=;U-7 5 J ) - (2 

-^PP-5-^hP7i-^) *;^=iFts K 

4- (A-X^Jl.Ky-jz >X;U/1n-;UT5/) 7-'J> (0. 3 7g, 1. 3 5mmo 
15 I) , DMA (5mL) *bW:2-^ PP-5-r hn^lfi^P 'J K (O. 3 3 g> 
1. 4 8mmo I ) £ffifflLT, HJ6«2|C|B«Lfc*a(Cttl\ fflBSftfcM (0. 
56g, J|R$9 0%) *flfc 0 
R, aOOW^iIffljl^, 9:1. v/v); 

1 H-NMR(400MHz.DMS0-d a .TMS) : 5 1. 16 (3H, t, J=7.6Hz), 2.65 (2H, q, J=7.6Hz), 
20 7.10 (2H. d, J=8.9Hz). 7.39 (2H, d. J= 8.4 Hz). 7.55 (2H, d, J=8.9Hz). 7.66 (2H. 
d, J=8.4Hz), 7.87 (1H. d, J=8. 8 Hz). 8.32 (1H. dd, J= 2. 7. 8.8 Hz), 8.42 (1H, d. 
J=2.7Hz). 10.16 (1H, s), 10.63 (1H. s) ; 

5 1 ) n- [4- ( tf ^ 'j i?;ux;i//t-;u) 7x-;u] - (2-£nn-5-- 

25 KP7i-W * Jltftt 5 K 

4- (tr^'J^UXJU/fx-;!,) 7-'J> (0. 27g, 1. 1 2mmo I ) s DMA (5 
mL) *bi;iC2-^Pn-5-^hP3rmTO^a , J K (0. 27g s 1. 24mmo 

i) z&mLx. mmm2iztmLtzjjmizm\ iein^ (o. 32 g , j&«6 

8%) £*#fc 0 
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, H-NMR(400MHz.DMS0-d 8 .TMS) : <S 1.36-1.39 (2H. m). 1.52-1.58 (4H, m). 2.88 (4H, t, 
J=5.3 Hz), 7.75 (2H, d, J=8.9 Hz), 7.92 (1H, d, J=8. 8 Hz). 7.94 (2H. d, J=8.8 Hz). 
8.37 (1H. dd. J=2. 7. 8.9 Hz), 8.54 (1H, d. J=2. 7 Hz) ; 

5 temmi 5 2) n- [4- (bfQ'js?;ux;u*-;u) 7i-;W - (2-5on-5-~ 

4- (fcfP'Ji^UTJUTt-^l,) T"iJ> (0. 27g, 1. 1 9mrrio I K DMA (4 
mL) ^blK[C2--i7PO-5--hP$E#^P'J h* (0. 3 1 g s 1. 43mmo 

i) zmLx. mmm2iz^muzysmizm\ mtzn&its®! co. 46g, 
io 4%) tmzo 

'H-NMR (400MHz, DMS0-d 6 , TMS) : <5 1.63-1.68 (4H. m). 3.14 (4H, t, J=6.7Hz), 7.83 (2H, 
d. J=8.8Hz). 7.92 (2H, d, J=8.8Hz), 7.94 (1H. d, J=8.9Hz), 8.37 (1H, dd, J=2.8, 
8.9 Hz), 8.55 (1H, d, J=2.8Hz), 11.13 (1H, s) ; 

15 (HJi0IJ1 5 3) N- [4- (^jU7fc'j:/-4— OU-X;U*=A0 71^1/] - (2- 
^DP-5--hP7i-M K 

4- ( : E;U^'J>-4-^;i/-7 > ;U^-;U) 7-'J> (0. 28 g, 1. 17mmol) s 
DMA (4mL) *bW:2-^PP-5--t-P$lfH^P 'j h' (0. 3 1 g s 1. 
40mmo I) ^ffiLT. Hl^j2|Cl5«Lfc^4IC^t\ 4ffBltfrfbS%l (0. 36 
20 gs W7 3%) £*#fc 0 

, H-NMR(400MHz,DMSO-d a ,TMS) :5 2.87 (4H, t, J=4.6Hz). 3.64 (4H, t, J=4.6Hz). 7.77 
(2H. d, J=8.8Hz), 7.92 (1H, d, J=8.8Hz), 7.98 (2H, d, J=8.8Hz), 8.37 (1H. dd, J=2. 7, 
8.8 Hz). 8.55 (1H. d, J=2. 7 Hz); 

25 (.nmmi 54) n- [3- (idn*)*»\,wfc-)\,) 71^] - (2-^pp-s- 

3- (fcfP 'JS^l/TJU/fc^U) T-M> (0. 2 3g,1. 0 2mmo I ) » DMA (4 
mL) /«ff»UJ|C2-^PP-5-z:hP$E^^P , J K (0. 27 gs 1. 23mmo 

i) ftfflLt, nmm2iznmLtziimz&\,\ ^mumns® co. 3 9 g , 
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3%) zmtzo 

'HNHR(CDCI 3 . 400MHz, TMS) : 6 1.77-1.81 (4H, m), 3.24 (4H. t, J=6.8Hz), 7. 55-7.62 
(2H, m). 7.68 (1H. d, J=8.8Hz), 8.19 (1H. d, J=7.6Hz), 8.29 (1H, dd, J=2.7, 8.8 
Hz). 8.59 (1H. d, J=2. 7 Hz); 

5 

(HJfcflfll 55) N — (4-7-fe^l/7x=JW - (2—j7PP-5--hP7i-;U) 

4 - 7-bf-;U7-'J> (7. 04g, 52. 1 mmo I) , DMA (70mL) 
IC2-?PP-5-— hP^SfMSI^P'J K (1 3. 2g, 6 0 mm o I ) £{£ffl L"C, 

io nmm2izmmLtzi]mzfe{,\ mzBMts® o e. 4 8 « jk*9 9%) zntz, 

'H-NMR(400MHz,DMS0-d 6 ,TMS) : 6 2.61 (3H, s), 7.68 (1H, d, J=8.8Hz), 7.77 (2H, d, 
J=8.6Hz), 8.01 (2H. d. J=8.7Hz). 8.14 (1H. bs), 8.29 (1H. dd, J=2. 7, 8.8 Hz). 8.63 
(1H. d, J=2.7 Hz); 

15 (HJfctffll 56) N- (3-7-tz^U:7i=;U) - (2-^aP-5--hP7i-W 

3 - 7"fe?-;U7-M> (7. 44g, 55. Ommol), DMA (7 5mL) /i&tf 
|Z2-^PP-5--hP$m#^P'J K (1 3. 9g, 6 3. 3mmol)^lL 

Ts $m®2\zu®Ltzyimzm\ muumtt® d i. 4 g . jix^9 9%) 

20 1 H-NMR(400MHz,DMS0-d 9l TMS) : 8 2.63 (3H, s), 7.53 (1H. t. J=7.9Hz). 7.69 (1H. d. 
J=8.8Hz). 7.80 (1H, d, J=7.9Hz). 8.03-8.06 (1H. m). 8.11 (1H. bs). 8.13 (1H, bs). 
8.29 (1H. dd, J=2. 7, 8.8 Hz). 8.64 (1H. d. J=2. 7 Hz); 

(HififlM 5 7) N — [4- [ (3, 5-V- t e r t -3?^-4-fc KP+^^07 
25 -OlO 75/] - (2-^PP-5--HP7i-;U) *;U7|?4-9-5 K 

4- [ (3, 5—i>- t e r t - ^71,-4- t Kn4r5"OVM' )l) 75/] 7~>J 
> (0. 44g % 1. 2 9mmo I) , DMA (5ml_) tH t>tf(C2 -<? P P - 5 h . 
nSIfi^P'Jh' (0. 34g, 1. 54mmo I) £&fflLT. 2 IClEl* L 

•ftmz'&i\ muBmitsw (o. 63 g , jix$93%) £#fc„ 
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'H-NMR(400MHz.DMSO-d B ,TMS) : 6 1.44 (18H. s), 7.51 (1H, bs), 7.65-7.73 (6H, nO, 
7.90 (1H. d, J=8.9Hz), 8.34 (1H, dd, J=2.7, 8.8 Hz), 8.47 (1H, d. J=2.7Hz). 10.06 
(1H. s). 10.68 (1H, s); 

MS (FAB) m/z: 524 (M + H) + ; 

5 

(HJ(5^i 5 8) n- [4- (*;u*'j>-4-<;u-*;M?=;u) - (2- 

0 P □- 5 h □ -? i-il) ±;U/H4r-9"5 K 

• 4- ( : E;i/^'J>-4-<r;U-*^-^) 7-'J> (0. 3 1g, 1. 5 0mmol) v 
DMA (5mL) & btflC 2 P P - 5 h P£SW$£ P 'J K (0. 40g, 1. 
10 SOmmo I ) £&fflLT. »*«2l=jE«Lfc*j*l=ltl\ MBIttHb&tt (0. 5 7 

mg, J|R$9 7%) £f#f;: 0 

'H-NMR(400MHz,DMS0-d 8 ,TMS) : 6 3.48-3.61 (8H. m), 7.45 (2H, d, J=8.5Hz). 7.77 (2H, 
d, J=8.6Hz), 7.91 (1H, d, J=8.8Hz), 8.35 (1H, dd, J=2. 7, 8.8 Hz), 8. 49 (1H, d. J=2. 7 
Hz). 10.90 (1H, s); 
15 MS (FAB) m/z: 390 (M + H)*; 

(SIMM 5 9) N— [4- (\£^')i>Jl±)^-)^) - (2-<7PP-5- 

4- (tf^'J^U*;U7K-;U) 7-'J> (0. 3 I g s I . 5 Ommo I ) , DMA (5 
20 mL) fcktflC2--'j7PP-5--hP£Il#^7PM K (0. 40g, 1. 80mmo 
D-OTUs S*«j2|cE«Lfc*SfelC(tt\ tnEgniktlfe (0. 4 9g v J|Z$8 
5%) £#fc 0 

, H-NMR(400MHz,DMS0-d B .TMS) : 5 1.51 (4H, m). 1.62 (2H, m), 3.50-3.56 (4H. m). 7.41 
(2H. d. J=8.4Hz), 7.76 (2H, d, J=8.4Hz), 7.91 (1H, d, J=8.8Hz), 8.35 (1H, dd, J=2. 7, 
25 8.8 Hz), 8.49 (1H, d, J=2.7Hz), 10.88 (1H. s) ; 
MS (FAB) m/z: 388 (M + H) + ; 

(HJI0IJ1 6 0) N — [4- (tfP <)i>)\,±}\,7t-)l,) - (2-£PQ- 5- 
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4- (tin')VJU±Jl7^-)\,) T-'Jlt (0. 29 g> 1 . 5 0mmo I ) , DMA (5 
ml_) 5&?>IKIC2 — <7PP-5-— HP$E#^^P 'J K (0. 40g v 1. 8 Ommo 

i) $«iLTs nmm2iz&mLtzi;mm\,\ nmsmts® (o. 4 7 g , a* 8 

3%) 

5 1 H-NMR(400MH2,DMS0-d 6 ,TMS) : <5 3.31-3.40 (4H, m). 3.40-3.49 (4H, m), 7.56 (2H, d. 
J=8.5Hz), 7.76 (2H, d. J=8.5Hz). 7.91 (1H, d, J=8.8Hz). 8.35 (1H. dd, J=2. 6. 8.8 
Hz). 8.50 (1H. d, J=2.6 Hz); 
MS (FAB) m/z: 374 (M + H)*; 

10 (HJ&0IJ1 6 1 ) N- [3 - [ (3, 5-iJ-ter t-^-4-tK04'>7ir 

;u) 7$yx^-Ji/] z>^~)il - (2-^no-5--hP7i-W *;u7t?dp+f-5 
K 

3- [ (3, 5-v-t e r t -??;U- 4 - t h*P 7S^X^/t-Jl/] 
7— M> (0. 36g, 0. 95mmo I) ; DMA (4mL) & t>tf[C2 -<? □ □- 5 
15 --hPSmWI^P 1 ; K (0. 25 g s 1. 1 4mmo I ) ^^fflLT, Hi£0lj2IC|5 
SLfc^j£IC^L\ *IlBitfHb£$l (0. 46 g s JR$8 7%) £^fc„ 

'HNMR(CDI S . 400MHz) : <5 1.32 (18H, s), 6.30 (1H, s), 6.76 (2H. s), 7.44-7. 48 (2H. 
m). 7.67 (1H,.d, J=8.8Hz), 8.10 (1H. d, J=7.7Hz), 8.29 (1H, dd, J=2.7. 8.8 Hz), 
8.29 (1H, bs). 8.58 (1H. d, J=2. 7 Hz) ; 

20 

(.mt&Ml 6 2) N- [3- [ (3, 5-*J- t e r t-^^;U-4-t KP^>^>7 
-OU) 75/] - (2-<7PP-5--hP7x-;i/) *JU7t?+-9-5 K 

3- [ (3, 5-v- t e r t -^;i/-4-t KP+i^Oy-Ol/) 75/] 7- U 
> (O. 48g s 1. 4 Ommo I) s DMA (5mL) & btflC2 -*7 P P - 5 -- h 
25 P^SW^^P'JK (0. 37 gl 1. 6 8mmo I) $«fflLT, HJfcfll 2 (CfB® L *: 
(ffggffHfcS^I (0. 6 6g, Jfe$9 0%) 
, H-NMR(400MHz,DMS0-d 8 .TMS) : <5 1.49 (18H. s). 5.65 s), 7.38-7.40 (2H, m), 

7.53-7.55 (1H. m). 7.60 (1H, d. J=8.8Hz), 7.64 (2H, s). 7.78 (1H, s), 8.08 (1H. s), 
8.19 (1H. dd, J=2.7, 8.8 Hz). 8.26 (1H, ba). 8.53 (IRd, J=2. 7 Hz); 
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(H^1 63) 4- [4- [ (2-^PP-5--hD7i-/l/) ±)l#-)l,7S.S] 

4— (4-75^7i-JI/) 7-'J> (0. 8 7 5 g, 4. 7 5mmo I ) % DMA (1 
5 OmL) t£t>tf\Z2-taa-5--hn'£M. ! §&<7ni) K (2. 3 0g, 10, 5mm 
o I) £&fflLTs 5ltt«2fcl3«Lfc*3*C=ftl\ MBSttfcftft (2. 49g, 

9 5%) £*#fee 

'H-NMR (400MHz, DMS0-d a , TMS) : 3 7.72 (4H, d, J=8.7Hz). 7.81 (4H. d, J=8.7Hz), 7.91 
(2H, d, J=8.8Hz), 8.36 (2H, dd, J=2. 8, 8.8 Hz), 8.49 (2H, d. ^2.8 Hz), 10.81 (2H. 
10 s); 

MS (FAB) m/z: 551 (M + H) + ; 

(.Uti&mi 6 4) N — [4- (4->^;Utf^7i?>-1 -^)l-±JU^-)l) 
- (2-^nP-5-=h07i-W i3)V7fs*y-S. F 
15 4- (4->5 1 ;Utf^ i 5v>- 1 --<;U-*;U7K-;U) 7-'J> (0. 33g. 1. 5 
Ommo I ) , DMA (5mL) fc &lflC2-£ P P- 5 h P£H#$£ P 'J K (0. 
40g % 1. SOmmo I) fcttJHLT, W«2(C|BttLfc*fltl=fl6l\ flllBiMbft 
Hi (0. 54g, JJRIP8 9%) £*§fc 0 
, H-NMR(400HHz,DMSO-d 9 ,TMS) : 6 2.32 (4H, m), 3.34-3.59 (4H, m). 7.42 (2H, d, J=8.6 
20 Hz), 7.77 (2H, d. J=8.6Hz), 7.91 (1H, d. J=8.8Hz), 8.35 (1H, dd. J=2.7. 8.8 Hz), 
8.49 (1H, d, J=2.7 Hz). 10.89 (1H, s) ; 
MS (FAB) m/z: 403 (M + H)*; 

(Hlifi0>Jl 65) N — [4- (4-7i-;i/^7iJ>-1 -f^-Ail'/f-^) 7i- 

25 ;u] - (2-^pa-5-- hP7i-;u) *;b7tWr+f-s K 

4- (4~yj:=.JUtfKyi>^-1 ^sdi—hii-ft-fr) 7x-Jl> (0. 42g, 1. 
50mmolKDMA(5mL) & bTflZ 2 -<7 P P- 5 -- K P$Jif?88£ P 'J K (0. 
40g, 1. 80mmo I) *«fflLT, St»«2|C|a«Lfc*»lCfllt\ fflBSKMbft 
(0. 66m gl JK*9 5 96) fcfcfc. 



WO 01/83427 



PCT/JP01/03655 



-83- 

'H-NMR(400MHz.DMS0-d 6 .TMS) : 6 3.18 (4H, bs), 3.55-3.74 (4H, nO. 6.82 (1H. t. J=7. 2 
Hz). 6.97 (2H. d. J=8.7Hz). 7.21-7.27 (2H, nO, 7.49 (2H. d, J=8.5 Hz), 7.79 (2H, 
d. J=8.5Hz). 7.91 (1H, d, J=8.8Hz), 8.36 (1H, dd, J=2.8, 8. 8 Hz), 8.51 (1H, d, J=2. 8 
Hz). 10.91 (1H. s); 
5 MS (FAB) m/z: 465 (M + H) + ; 

16 6) N- [4- (4- t e. r t-J h**/1lJ\,#=.J\,t£*7*fr-l -4)1 

—hn,i£-)\,) - (2-^oa-5--hP7i-iU) A^/f ^5 K 

4- (4-t e r t - ? h*i/jl)l>7$-)l,\d «y 1 - J 7-'J 
10 > (0. 46g, 1. 50mmol), DMA (5mL) ftt)tf\Z2^<? OP- 5-= h 
OJtfl^P-'JK (0. 4 0g, 1. 8 Ommo I) £&fflLT* JlffiftUfCfBltLf:: 
. 5fclC«£L\ gSlftfc&& (0. 70 g< J|R^95%) $mzo 

, H-NMR(400MHz,DMS0-d e ;THS) : 6 1.41 (9H. s), 3.32-3.55 (8H. m), 7.45 (2H. d. J=8. 5 
Hz), 7.77 (2H, d. J=8. 5 Hz), 7.91 (1H, d, J=8.8Hz), 8.36 (1H. dd. J=2. 7, 8. 8 Hz), 
15 8.50 (1H. d, J=2.7 Hz), 10.90 (1H. s) ; 
MS (FAB) m/z: 489 (M + H)*; 

4 

(HtfeflJl 6 7) N — [4- (2- t e r t - ? h**silJ\,tf=.)\,7 5 J ) X^;U7i- 
JI>1 - (2--j7DP-5--HP7i-;U) *;U/tCdp-9-5 K 
20 4- (2- t e r t -^K^*>*;i/7t?r.;U75/X^;U) 7-'J> (5. 6 6g, 2 4 
mmo I ) H DMA (50mL) & btf IC 2 P P - 5 -— h P$Sff |t£ P M h* (6. 

3 2g, 28. 8mmo I) £®fflLT, £fcfl2lCEttLfc£ai=ttlV*ES»fc£ 

$l (1 0. Og, M9 9%) 

'H-NMR(400MHz,DMSO-d 6 ,TMS) : <!> 1.37 (9H, s), 2.67 (2H. t, J=7.5Hz). 3.10-3.13 (2H, 
25 m), 7.19 (2H. d, J=8.4Hz). 7.61 (2H, d, J=8.4Hz), 7.89 (1H, d. J=8.8Hz). 8.34 (1H, 
dd, J=2.8, 8.8 Hz). 8.44 (1H. d. J=2.8Hz). 10.64 (1H. s) ; 

MS (FAB) m/z: 420 (M + H) + ; 



(H«fi<59l6 8) [4- (2-^7PP-5-- hP^>>/-r^75y) Sftg X 
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4-75^ ?x ~;Hft$ If JUXt/I/ (4. 5 8g, 25mmol), DMA (7 
OmL) §bi;i:2-^OP-5--f«a?eIf^P l JK (6. 60g, 30mmol) 
£&fflLT* SaK«2|cE«Lfc*Slc«l\ 8IBlffHb&tif (8. 2 0 gs JRif59 0%) 
5 £*#fc„ 

■H-NMR(400MHz.DMS0-d e ,TMS) : <5 1.19 (3H, t. J=7. 1 Hz), 3.64 (2H. s), 4.08 (2H, q, 
J=7. 1 Hz), 7.27 (2H, d, J=8.5Hz), 7.65 (2H, d, J=8.5Hz), 7.89 (1H, d, J=8.8Hz), 
8.34 (1H, dd, J=2.8, 8.8 Hz), 8.46 (1H. d, J=2.8Hz), 10.76 (1H. s); 

MS (FAB) m/z: 401 (M + H)*; 

10 

(HJI081 69) N — [4- (2-75/If;t) - ( 2 — £ P P - 5 — — I- 

□ *;u*4M^5 K t£i&£ o. 27m® 

HStf5<|1 6 7T?®ftL.fcN- [4- (2-te r t-^h+i/*;l»to7S/If^) 
7i-il/] - (2-^PO-5-^HP7i-/l/) *Ms+t5 K (8. 73g, 20. 
15 8mmo I ) .» V3f+-y-> (9 OmL) fc«ktf4- Nttflykfc/SfcfW^SSift (1 Om 
L) Sttffl'U **«8 8|=gS«Lfc*ftl=ftLV &GlgHb£tt (6. 87g, i|X^8 
4%) *»fc. 

'H-NMR(40OMHz,DMS0-d 6 ,TMS) : <5 2.86 (2H, t, J=7.8Hz). 3.02 (2H, bs). 7.27 (2H, d. 
J=7.9Hz), 7.67 (2H, d, J=7.9Hz), 7.89 (2H, d, J=8.8Hz). 7.96-8.00 (2H, m). 8.33-8.37 
20 (1H, m), 8.43 (1H. d. J=1.5Hz), 10.74 (1H, s); 
MS (FAB) m/z: 320 (H + H)*; 

mmmi 70) [4- (2-<?pp-5-_ hp^^vi'^ysy) m 

StttftM 6 8T?»fiLfc [4- (2-^PP-5--hP'<>V'f;i'75/) 
25 M If^XXfJl- (7. 02g, 19. 3mmo I ) » TH F (50mL) fcbtfC: 
1 N-*»ftf - K 'J (3 9m L) fcftfllLT* UM1 1 4 5ICB»LfcSJSI= 

^LNJ5P5Lfco EfcttTft* 1 N-ffiil* (4 OmL) $ffflLT, SKItfl 6 7 iZfBm L 
fc*ai=(l6^5Jl6«L, Miftfttfft (6. 47 g. Jfcip9 9%) £#t= 0 

•H;NMR(400MHz,DMS0-d 8 .TMS) : <5 3.55 (2H. s), 7.26 (2H, d. J=8. 5 Hz), 7.64 (2H, d, 
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J=8.5Hz), 7.89 (1H, d. J=8.8Hz), 8.34 (1H. dd. J=2. 7, 8. 8 Hz). 8.45 (1H. d, J=2. 7 
Hz), 10.69 (1H. s). 12.31 (1H. s) ; 
MS (FAB) m/z: 335 (M + H) + ; 

5 (HJi0gi7i) n — [4- [4- (en'ji/>-i --ob-r^) ^i- 
;U - (2-i7PP-5--hP7i-ji/) K 

4- (4-fcfO iJi?-;U7i-;U) 7-')> (0. 2 6g s 1. 1mmol) t DMA 
(5mL) fcbtflC2-£PP-5-^hP$Il#$£P , J h* (0. 28 g, 1. 28m 

mo i ) zmmLx, *»«2fciB«Lfc*j*(cttt\ ansgMMM (o. 45 g * « 

10 $9 9%) *mzo 

, H-NMR(400MHz,DMS0-d 8 ,TMS) : 6 1.95 - 1.99 (4H, m), 3.26 - 3.29 (4H, m), 6.62 (2H, 
d, J=8.7Hz), 7.51 (2H, d, J=8. 6 Hz), 7.59 (2H, d. J=8.6Hz). 7.72 (2H, d, J=8. 7 Hz), 
7.91 (1H, d, J=8.8Hz). 8.35 (1H, dd. J=2. 7. 8. 8 Hz). 8.47 (1H. d. J=2.7Hz). 10.71 
(1H. s); 

15 MS (FAB) m/z: 421 (M + H)*; 

(UMl 72) N- (4-i/X^;U75/7x~;U) - (2-£PP-5-- hP7i 
-IV) ij)l7f^VZ K 

4-^X^;UT5y 7-'J> (0. 42g v 2. 58mmo I) „ DMA (5mL) 
20 bW:2-^PP-5-z hP*AM^n'J K (0. 62g. 2. 82mmol)£& 
fflLTv Slttfi!l2lr|B«Lfc*ffilcfl6t\ 9IEgttMb&1i! (0. 66g s Jfci$73%)£ 

'H-NMR(400MHz.DMS0-d 6 ,TMS) : <5 1.08 (6H. t. J=7.0Hz). 3.32 (4H, q, J=7.0Hz). 6.67 
(2H. d, J=9. 1 Hz), 7.48 (2H, d, J=9. 1 Hz), 7.87 (1H, d, J=8.79Hz), 8.31 (1H. dd, 
25 J=2.8, 8.8 Hz), 8.38 (1H, d, J=2.8Hz). 10.33 (1H. s) ; 
MS (FAB) m/z : 347 (M)*, 348 (M + H)*; 

Ml 73) N — (4-WWl75/7i-;i/) - (2-^PP-5--h07i 
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4-i?^^;U7-'J> (0. 33g t 2. 43mmo I) „ DMA (5mL) fcbtflC 
2-^PP-5-^hP^JSS^P'J K (0. 59g, 2. 6 7mmol)JSfflLt, 
W6«2fcjE«Lfc*atlcat\ iGlA!Ht^| (0. 66 g( J|X$8 5%) £*§fc 0 

'H-NMR (400MHz, DMSO-d ? ,TMS) : 6 2.88 (6H. s), 6.74 (2H, d, J=9. 1 Hz), 7.52 (2H, d, 
5 J=9. 1 Hz), 7.87 (1H, d, J=8.8Hz), 8.32 (1H, dd, J=2.8. 8.8 Hz), 8.40 (1H, d, J=2. 8 
Hz), 10.38 (1H, s); 
MS (FAB) m/z: 320 (M ) + , 319 (M + H)\- 

(SttfflM 74) N — [4- (f -JM 7i-W - (2-7PP-5 

10 -zhP7i-;i/) ^;^5K 

4- — OU) 7-'J> (0. 35g, 2. 1 8mmo I ) ..DMA 
(5mL) fcktf|C2-£PP-5-^hP£Sli8£P V K (0. 55g, 2. 50m 
mo I) £ffifflLT, M«2|CffiaL*:73ftl=ai\ JSGinfcM (0. 6 9 g, ft 
$9 2%) *flfc 0 

15 'H-NMR(400MHz,DMS0-d e .TMS) : 8 7. 12 (1H, bs), 7.67 (2H. d. J=9.0Hz), 7.73 (1H, bs), 
. 7.83 (2H, d, J=8.9Hz), 7.91 (1H, d, J=8.9Hz), 8.24 (1H, bs). 8.36 (1H, dd, J=2.8, 
8.9 Hz), 8.51 (1H, d. J=2.8Hz), 10.87 (1H, s) ; 
. ' MS (FAB) m/z: 343 (M + H)*; 

•20 ' 75) N- [4- [ (3, 5-V- t e r t.-^U- 4 - 1 KP+SO 7i 

-^7 5 / ~ ;U] 7i-ib] - (2--57PP-5-^ hP7i-/l/) 

h* 

4- [ (3, e r t - h'P+i/7iz;i) 75;XJl,«] 

7-'J > (0. 2 7g ( 0. 7 2 mm o I) , DMA (3mL) fctflC 2 - £ P P- 5 
25 -=hPSe*M^P«J K (0. 17g, 0. 8 Ommo I ) £&EU"C\ HJSS0IJ 2 Icffi 
«Lfc*»i=«l^ JIlBlttKb&tt (0. 3 2g, J|R$8 0%) £*#fc 0 

, H-NMR(400MHz,DMS0-d 6 ,TMS) : 8 1.27 (18H. s), 6.76 (2H. s), 6.83 (1H. s). 7.66 (2H, 
d. J=8.6Hz), 7.82 (2H, d, J=8.6Hz), 7.90 (1H, d, J=8.8Hz), 8.33-8.37 (1H, m), 8.49 
(1H. d, J=2.7Hz), 9.56-9.59 (1H. m), 11.05 (1H, a): 
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MS(FAB) m/z: 559 (M )*; 

(Hifi0Ol 76) N — (3-^^75/) 7x ~;U- ( 2— ? P P- 5 -•=. h P 7x 

5 3 - V* ?J17 5 y 7- 'J (0. 5 11 2. 4 5mmo I ) v THF (1 

OmL) t tfJ^O/ (2mL) ft &tflC2 P P - 5 h P£SWS££ P U K (0. 
5 9.g, 2. 70mmo I) £&fflLTs **«2|C|B«L*:*3*(C|6t^l6Lfc. SfB 
*7fc» fiftttfcffiflMTk (3 0mL) ft&tflcBlfcWU (3 0mL) £7JD;fC&s 
»»«lHlLfc, »&ftfc*M£fl«U i&?P&&* (2 0mLx2) "CJfc^U IS*58 
10 h 'J $ U *ET»SSE*H* LTfefiaffGl flMtattfcfcfco 

WeiKKb^ttl (0. 3 8g s HX$4 9%) Zmzo 

'H-NMR(400MHz, DMS0-d 8 , TMS) : 8 2.99 (6H, s), 6.58 (1H, dd. J=2. 2. 8.3 Hz). 6.84 (1H, 
15 dd. J=1.7. 7.8Hz). 7.16 (1H, t. J=2.2Hz). 7.23 (1H. t. J=8.3Hz), 7.65 (1H, d. J=8. 8 
Hz), 7.74 (1H. bs), 8.25 (1H. dd, J=2. 7, 8. 8 Hz) ; 

MS (FAB) m/z: 319 (M ) + , 320 (M + H) + ; 

(Sttfli 7 7) n — [ 4 — [4- (e^'js/>-i -- r;u) 7x-jud 7i-^] - (2 

4- (bf^>Ji?^;U7i-;U) 7-U> (0. 25g, 1 . Ommo I ) , DMA (1 
OmL) &e.lf|:2-70P-5-rhP$,|§i 7 pij K ( 0 . 26g, 1. 2mmo 

i) $&mLXs mmm2iztmLtzij}mzm\ *EBtiHb6tt (o. 4'i gs jir$9 

4%) £#fc 0 

25 'H-NMR (400MHz, DMS0-d 6 . TMS) : d 1.55-1.58 (2H. m). 1.61-1.66 (4H. nO. 3.19 (4H. t. 

J=5.2Hz). 7.00 (2H. d. J=8.7Hz), 7.52 (2H. d. J=8.7Hz). 7.62 (2H. d. J=8.6Hz). 

7.74 (2H. d. J=8.6Hz), 7.91 (1H, d, J=8.8Hz). 8.35 (1H. dd. J=2. 7. 8.8 Hz). 8.47 
(1H, d, J=2. 7 Hz), 10.74 (1H, s) ; 
MS (FAB) m/z: 436 (H + H) + , 435 (M )*; 
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(HMM i 7 8) n- [4- [ (tr*us;>-i -*ou) 75/*;u*-^] 7x=.;u] 
- (2— i7PP-5--hP7x^u) a;u#*-y-5 K 

4- C (tf^'Ji5>- 1 7 5 y T.;U7|x-;H 7-'J> (0. 5 7g, 2. 2 7 

5 mmo I ) s DMA (5mL) bl5l: 2 — £ P P- 5 -- h P£H#&? □ U K (0. 
26g, 1. 2mmo I) Lt, StS«2(CE«Lfc*ai=ttl\ WBlWfcS* 

(0. 30 g> M3 1 %) $»fc 0 

'H-NMR (400MHz, DMS0-d 8 . TMS) : 8 7. 30 (1H. dd, J=4. 7. 8. 3 Hz), 7. 50-7. 54 (1H, m), 7. 78 
(2H, d, J=8.8Hz). 7.86 (2H, d, J=8.8Hz), 7.90 (1H, d, J=8. 8Hz). 8.26 (1H. d, J=4. 7 
10 Hz), 8.29 (1H, d, J=2.5Hz), 8.35 (1H, dd, J=2. 7, 8.8 Hz). 8.52 (1H, d, J=2.7Hz), 
10.52 (1H, s). 11.09 .(1H, s); 

(HifcflJi 7 9) n — [4- [4- ( : e;u^'J>-4-^;u) T5yx;u*2 

HI 7i-JI/- (2-<j7PP-5--hP7i-;U) *;i/7K+-9-5 K 
15 [4- [4- ( ; e;u^u>-4— <;u) 7i-;W 7 5 y 7.;u^-;u] 7-'J> (o. 

40g t 1. 2 1 mmo I ) .» DMA (5mL) *>tf\Z 2 -<7 P P - 5 -- H P£&W 
K*n"JK (0. 2 9g. 1. 3 3mmo I) fcttfflLT* HJfi^J 2 ICffigc Lfc^ilC^ 
l\ *BBfl*Hb*tt (0. 5 1 g, JR*8 1 %) £*#f=o 

'H-NMR(400MHz,DMS0-d 3 ,TMS) : d .3.01 (4H, t, J=4.8Hz), 3.69 (4H, t. J=4.8Hz), 6.83 
20 (2H, d, J=9. 1 Hz), 6.94 (2H, d, J=9. 1 Hz), 7.72 (2H, d, J=8.7Hz). 7.82 (2H, d, J=8. 7 
Hz), 7.90 (1H. d, J=8.8Hz). 8.35 (1H, dd. J=2. 7, 8. 8 Hz). 8.52 (1H, d, J=2.7Hz). 
9.79 (1H, s), 11.05 (1H, s) ; 

MS (FAB) m/z: 516 (M )\ 517 (M + H) + ; 

25 mm®! 80) N- (4-7;/7i-;t) - (2-^PP-5--hn7i-/l/) ii 

Hli0!|5 8 TffijfiLfcN- (4-75/7I-W - (2-^aP-5--hP7i- 
;U) ±Jl7fs^Z K • 1 ttBtt (4. 89g, 14. 9mmo I ) £fi&fn&fDfig* (2 
OOmL) fc«fctf;jC (1 OOmL) (C 2B#fHj®#g>§$1*f= e ttlft 
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*EB«Hb£*.(4. 29gs J|R$99%) $#fc 0 
'H NMR(DMS0-d 6 , 400MHz) : 6 4. 99 (1H, bs), 6.55 (2H, d. J=8.8Hz), 7.34 (2H, d, 
J=8.8Hz), 7.86 (1H, d. J=8.8Hz), 8.31 (1H. dd, J= 8. 8, 2. 8 Hz). 8.37 (1H, d. J= 
2.8 Hz). 10.26 (1H. s) ; 
5 MS (FAB) m/z: 292 (M + H) + ; 

8 1) N — [4- (N-^Dtr;UTS/) - (2-^PP-5-- 

§IJf50!l1 8 OTrgiiiLfcN- (4-75;^i-^) - (2-^PO-5--h07i 
10 -;U) AjU/|MMJ-5 K (0. 583 g ; 2. 0 Ommo I ) % > $J— )\, (1 OmL) N 
vTVTKffHbTfx^s?!^ MJ^A (0. 151g, 2. 4 0mmo I) fcJ:^Pt!t>7 
^ftK(0. 289mL, 4. 0 0 mm o I ) LT, HSI509 1 1 5 iCfBic Lfc^ 

flcfcfl£l\ ftffltftsatti LTfflE@«Hb*« (O. 3 0 7 g, IK* 4 6 96) £*#fco 

R, 0. 20 (Hexane: Ethyl acetate, 2:1, v/v) ; 
15 'H NMR(CDCI 3 , 400MHz) : S 1.01 (3H. t, J=7.3Hz), 1.66 (2H, tq, J=7.3Hz). 3.10 
(2H, t, J=7.3Hz), 6.62 (2H. d, J=8.8Hz). 7.41 (2H. d, J=8. 8 Hz), 7.63 (1H, br), 
7.64 (1H. d, J=8.8Hz). 8.24 (1H, dd, J=8. 8, 2.9 Hz), 8.61 (1H, d. J=2.9Hz) ; 

MS (FAB) m/z: 333 M + . 

20 (Sttftl 82) N — [4- (NL N - tf;U7 5 / ) - (2-^OP- 

5 - - h O ? x -)\,) ± ;U7f?4r-9- 5 K 
Hifc0>j1 8Hrte^T,ftatt.<b*«StLT«IBiW<b*tt(0. 09 9g, Jfc*1 3%) 

R, 0.47 (Hexane: Ethyl acetate, 2:1, v/v); 
25 'H NMR(CDCI 3 , '400MHz) : 6 0. 93 (6H. t, J=7.3Hz). 1.61 (4H, tq, J=7.3Hz). 3.24 
(4H. t, J=7.3Hz), 6.64 (2H, d, J=8.8Hz). 7.42 (2H. d, J=8.8Hz), 7.62(1H. br). 
7.63 (1H. d, J=8.8Hz), 8.24 (1H, dd, J=8.8. 2.9 Hz), 8.61 (1H, d, J=2.9Hz); 
MS (FAB) m/z: 375 M + . 
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($mm-\ 8 3) N — [4- (4-T-tr^;ue^ : 7 5?>-i-'('^) - (2— {7 

□ p-5-- KP7x_;u) ±;M?*tf5 K 

H!£0>J1 3 3T?§S&L*:N- [ (4-tf^ i 5y>-1 — f/U) 7x-;U] - (2— i7P 
P-5--hP^x-jU) *;UtH*+J-5 K • 2&®lg (0. 20 Og, 0. 4 6 1 mmo 
5 I ) £fcf'Ji;> (2mL) |Cj§fi?U (0. 1 3 1mL, 1 . 1 8mmo I ) * . 

si'iiTsaicT i rnm&w Lfc. 

fiK»aiCfifPfiW* (2mL),7K(20mL) 2>*U * 

6*0^v?nbr;ux-x;UT?*SK »Ett*LT«EI«fc£lfc (0. 1 64g, ft 

$8 8%) &mtz 0 

10 'H NMR(CDCI 3 , 400MHz) : 6 2. 15 (3H, s), 3.14 (2H, t, J=5.5Hz). 3.19 (2H, t, J=5. 5 
Hz). 3.64 (2H. t. J=5. 1 Hz), 3.78 (2H. t. J=5. 1 Hz), 6.96 (2H, d, ^8.8 Hz), 7.55 
(2H, d, J=8. 8 Hz). 7.66 (1H, d, J=B.8Hz), 7.81 (1H. br). 8.26 (1H, dd, J=8. 8, 2.9 
Hz). 8.61 (1H, d, J=2.9 Hz) ; 
MS (FAB) m/z: 403 (M + H)\ 

15 

8 4) N — [4- H-<<yy<{)\,tf1 1 7*sZ>-Y-<()\,y - (2- 

Hite^ll 3 3TffiifiLfcN- [ (4-e^7^>-i -^) - (2-^P 

P-5--ha7i-W *;^t5K-2SiS (0. 200g, 0. 4 6 1 mm o 
20 I) * SJRM^P'J K (0. 10 7mL»0. 922mmo I) » tf'Jv> (2mL) 
'SflEfflLT* HJfS^Jl 8 3(=lE«Lfc*a(cttt\ tMBSftltdlfe (0. 020g, 
9%) £fcfc„ 

'H NMR(CDCI 3 , 400MHz) : 6 3.20 (4H, m). 3.62 (2H, m). 3.95 (2H, m). 6.96 (2H. d. 
J=8.8Hz), 7.44 (5H. m), 7.55 (2H, d, J=8.8Hz). 7.66 (1H, d, J=8.8Hz). 7.77 (1H. 
25 br). 8.26 (1H. dd, J=8.8. 2.9 Hz), 8.61 (1H. d, J=2. 9 Hz) ; 
MS (FAB) m/z: 465 (M + H)*. 

(HJfE0!|1 8 5) N — [4- [4- (NU H-VttT^T 5 J ) 7i-Jl] 
- (2-^PP-5-^hn?x-JU) Ai^WS K 
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4- [4- (N> N-i/t^W5;) 7i-;U] 7— 'J > (0. 3 1 g, 0. 7 5 
mmo I) , DMA (1 OmL) bt^lC 2 -■$7 P P- 5 h P^f.SK'J' P 'J K (0. 
2 0g, 0. 9 1 mmo I) £®fflLT, Sffifl2lSiettL*::&&lCtt(,\ tittMSft 

>»»0. 4mLI=T*lSU fflBlftfc&IMfclfttt (0. 47 g< J|R$9 9%) £t#7t. 

'H NMR(DMSO-d 8l 400MHz) : 5 0. 83 (6H, t, J= 6.7 Hz). 1.12 - 1.80 (24H. m), 4.7 
-5.2 (4H, m), 7.7-7.9 (8H, tn), 7.91 (2H, d. J=8.8Hz), 8.36 (1H, dd. J= 2. 7. 8.8 
Hz), 8.49 (1H, d. J= 2. 7 Hz), 10.88 (1H,s) ; 

MS (FAB) tn/z: 592 (M + H)* 591 ( M ) + ; ' 

(Hfl50>|1 8 6) N — [4- [4- (b?P-;l/-1 -*OU) - (2 

-^□p-5-z hp?i-;u) *i^WS K 

(186a) 4- [4- (tf /U— 1 --<;i/) -hP^>4f> 
4- (4-_ h07x-/L,) 7-'J> (8. 4 9g, 3.9. 6-mm o I ) 0Rtl (4 0 
mL) @SiS(C2, 5-v>h^->f h7tK0^7> (10. 47 g. 7 9. 2mmo 
I) £J)Da., 5B#W*D}»5a3!ELfco fil£J***SH*. X— T^U (2 0 OmL) 
U ISA$gRttau fcSB@BHb£tt (9. 65 gl J|s$9 2%) 

'H NMR(DMS0-d 6 , 400MHz) : <5 6. 32 (2H, t. J=2.2Hz), 7.49 (2H, t, J=2.2 Hz), 7.76 
(2H. d. J=8.7 Hz), 7.90 (2H, d, J= 8. 7 Hz). 8.02 (2H, d. J=8.8Hz). 8.31 (2H. d, 
J= 8.8 Hz), 10.82 (1H, s) ; 

MS (FAB) m/z: 000 (M + H) + ; 

(186b) 4- [4- (tfP— -4» 7x-;i/] T— 'J > 
UliS^JI 8 6 aT'ilaiLr-4- [ ( 4 - tf P-./U- 1 --OU) - h P * >4f > 

(9. 65g, 36. 5mmo I ) £D^t*^> (200mL) JjJ:^^;-/!/ (10 
OmL) <Dl&%LlZ-y'TJ\,9 P U h*6^|Q^ (1 7. 3 6g, 7 3. Ommol) ^ 

fcrtftSnTICT**^-**:*- h'J^A (5. 53g t 146 mmo I) 
JO*Tro KlS;££;TgSiL. t&ftt&?nM#&&tflcBft|X*jU (§4 0 OmL) $*n^.Ts 
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gs j&$7 8%) %mz a 

'H NMR(DMS0-d 6 . 400MHz) : 8 5. 25 (2H, bs), 6. 26 (2H. t, J=2.2Hz). 6.65 (2H, d. 

J=8.6Hz), 7.37 (2H, d. J=2.2Hz), 7.39 (2H, d, J= 8. 6 Hz), 7.56 (2H, d. J=8.8 
Hz). 7.65 (2H, d, J= 8.8 Hz) ; 
5 MS (FAB) m/z: 000 (M + H)*; 

(18 6c) N — [4- [4- (tfP-;i/-1 7i-M - (2-£ 

□ p-5-- hn^x-ju) iuit^t; h' 

HifefilJI 8 6bT?fiJfiLfc [4- (4-lfP-JU-l -r-OU) 7-U> (0. 

47g, 2. Ommo I ) N DMA (1 OmL) tS. Z>V\Z 2 -0 P □ - 5 -- h P£,t^ 
10 &*P'JK (o. 5 3 gs 2. 4 0mmo I) £<$fflLT, £ttffl2l3BttLfc$&lcft 

t\ MBlM1b«ft (0. 75g, 4**9 0%) Zmzo 

'H NMR(DMSO-d 6 . 400MHz) : 5 6.30 (2H, t. i*=2.0Hz). 7.43 (2H, t J=2.0Hz), 7.67 
(2H, d, J= 8. 6 Hz), 7. 7 - 7.83 (6H, m), 7.92 (1H, d, J= 8.5 Hz), 8.36 (1H. dd. J= 
8.5 , 2.7 Hz), 8.50 (1H, d, J= 2.7 Hz), 10.82 (1H, s) ; 
15 MS (FAB) m/z: 418 (M + H)*: 

(*»<W1 8 7) N — [ [4- [4- (-f 3**./— — fjU) 7i-W 
fc-M 7i-W - (2-{7nP-5--hP7i HJl,) ajUTj^+fS K 
' 4- [ [4- K 5 5T»/-;b- 1 7±-)U 75-/*JU*-JlO 7-'J> (0. 

20 31 g, 1. Ommol) ( .DMA (1 OmL) & btflC2 P P - 5 -- h P£H§ 
'i7n'Jh* (0. 26g, 1. 2mmo l)'*ffifflLT» *tt«2(C|B«L*:*aiCltt\ 

«SH4b£% (o. 3 o g, lixipe i %) sfffc. 

'H NMR(DHS0-d a . 400MHz) : 6 7. 06 (1H, s), 7.21 (2H, d. J= 8. 7 Hz). 7.53 (2H. d. 
J=8.7Hz), 7.63 (1H, s). 7.80 (2H, d. J= d, 8.8 Hz). 7.85 (2H. d. J=8.8Hz). 7.89 
25 (1H. d, J=8.8Hz), 7.96 - 8.03 (1H, m). 8.13 (1H. s), 8.35 (1H. dd. J= 8. 8. 2. 7 Hz). 
8.51 (1H, d, J=2.7Hz). 10.44 (1H, bs). 11.08 (1H. s) ; 

MS (FAB) m/z: 498 (M + H)*; 

(HSfctfUl 8 8) N — [4 r (N-If/l/-N-^l/75/) - (2->7 
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pp-5--hP7i-Jl/) *;U^tt-5K 

5-ZhP7i-;i/) *;U7Kdr-y-5 h* (0. 0 6 2g, 0. 195mmol) ( >^- 
2mL). iOV^flHfc*^* MJ^A (0. 0 1 5g, 0. 23 4mmol) 
.5 fc<fctfM*H— ;U (0. 035mL, 0. 2 9 3 mm o I ) LTs Xttfl 1 1 5 

(=E«Lfc*ai=fl6t\ «El«fc£* (0. 019g. tt*2 5%) *»fco 

R, 0. 52 (Hexane: Ethyl acetate, 2:1. v/v) ; 

'H NMR(CDCI 3 , 400MHz) : <5 0. 90 (3H. t. J=7.3Hz). 1.15 (3H. t, J=7.3Hz). 1.32 (6H. 
m). 1.58 (2H. m), 3.25 (2H. t. J=7.3Hz). 3.37 (2H. q. J=7.3Hz). 6.65 (2H. d, J=8. 8 
10 Hz), 7.42 (2H, d, J=8.8Hz), 7.62 (1H, d. J=8.8Hz), 7.69 (1H, br), 8.22 (1H. dd, 
J=8. 8, 2. 9 Hz) , 8. 58 (1H, m) ; 

MS (FAB) m/z: 403 If. 

(HJfcfllJI 8 9) N — [4- (N-X^/U-N-^Ptf^TSy ) 7i-^] - (2-$ 
15 PP-5--hD^i-ll.) *J^5 h' 

HAfeflU 8 1T'lilU:N- [4- (N-^PtT;U7S>) - (2-^PP 

-5--hP7i-;U) h* (0, 056gs 0. 1 6 8mmo I ) , ^v' 

-;U (2ml_) „ «>7^**fc*«^IW-HJ»>A (O. 02 1 g.O. 294mmol) 
fc<fctf7-fe h7/l/ft h* (0. 016mL. 0. 2 9 4 mm o I ) LT\ ^J£0>J 1 

20 1 5lcE«Lfc#afcftl\ ftlBBWfc^tt (0. 029g, J)X^54%) £#fco 
R, 0.26 (Hexane: Ethyl acetate. 9:1, v/v); 

'H NMR(CDCI 3 , 400MHz) : <5 0. 94 (3H, t. J=7.3Hz). 1.16 (3H. t. J=7.3Hz). 1.62 (2H, 
tq. J=7.3 Hz). 3.22 (2H, t. J=7. 3 Hz). 3.38 (2H. q. J=7.3 Hz). 6.65 (2H, d. J=8.8 
Hz), 7.41 (2H. d, J=8.8Hz), 7.62 (1H,' d. J=8.8Hz). 7.69 (1H. br), 8.22 (1H. dd. 
25 J=8.8. 2.9 Hz), 8.58 (1H, d, J=2. 9 Hz) ; 
MS (FAB) m/z: 361 M\ 

(Hifcfljl 9 0) N — [4- (4-ter t - ~3 V^iil^-i^T Z J "5 1 
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(1 90a) 2-75^-4- (4- t e r t h+^^-^TS y ? 

2- 75/ -4- (4-75/71-*) =f-T"J—)l (2. 1 5g, 11. 2mmo I ) 
0**/-* (3 0mL) »?Stt e r t h >&&l?R!|0J (2. 94g, 1 

5 3. 5mmo I) ^^.-DMILt. 

£fSj££2E^U fflSltifflS&k (5 0mL) JjCfctflCflSftX^U (5 0mL) ZIUtL- 

218 U fV^Ptf^x-x* (I PE) TtfSIHk *BU flHBi 

( 1 . 8 0 gl ft$5 5%) §ftfc„ 
10' (19 0 b) N — [4- (4-t e r t - ^h^> W-*7 5^ 7l-*) *7*/— 

;u-2— T;u] - (2— pp-5-n hP7x-*) a*7|^MJ-s K 

MAM 90 aT?fiitLfc2-75./-4- (4- t e r t-^h+^^WS 
^77—* (0. 4 9g % 1. 6 7mmo I) , DMA (5mL) tZ^WZ 
2— {?PP-5--hO$ifi^P'J K (0. 40g, 1. 8 4mmol)^fflLt, 
15 S*«2|CE«Lfc*aiCfi6l\ Sl|Hg«rtb&«B (0. 5 5 g, J|Xi£6 9%) £#fc c 

'H NMR(DMSO-d B . 400MHz) : 5 7. 52 (2H, d, J=8.7Hzj, 7.56 (1H. s). 7.81 (2H, d, 
J= 8.7 Hz), 7.88 (1H, d. J= 8. 8 Hz), 8.35 (1H, dd. J= 8.8, 2.7 Hz), 9.46 (1H. s) ; 
MS (FAB) m/z: 475 (M + H) + ; 

20 (HJ615U 1 9 1 ) N — (3 -L Kp+v7i-;U) - (2-^OP-5-zhP7i-*) 

a 5 h* 

3- 75/7x7-/1 (1 . 0 9 g s lO.Ommo I) t DMA (2 0mL) SbW: 
2-^PP-5--hP P 'J K ( 2 . 3 1g s 10. 5mmol)^fflLt, 
a»«2(CgB«Lfc^aU«6L\ @£SM4b&ft (2. 1 9g, 1|R^7 5%) 

25 'H NMR(DMS0-d 6 , 400MHz) : 5 6. 52 - 6. 55 (1H, m). 7.04 - 7.07 (1H, m). 7.14 (1H, 
t. J=8.0Hz), 7.30 (1H. t, J= 2. 1 Hz). 7.88 (1H. d, J= 8. 9 Hz). 8.33 (1H, dd, J= 
8.9. 2.8 Hz). 8.43 (1H. d, J=2.8Hz), 9.49 (1H, s), 10.57 (1H. s) ; 
MS (FAB) m/z: 292 (M + H)*; 
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(Ht60!|1 92) N- [4- (4-75/^1-/1/) - (2-<?nn-5-- 

mmm8 7vm&Ltz. n- [4- [4- (n- t e r t -yb^ij)^-^) 75 

/7x=.;i/] 7i-yn - (2-^oa-5--ho7i-;i/) rt/UTfWpy-S K (4. 3 
5 7g v 9. 34mmo I ) ©igfc^f U> (1 OOmL) MCT-V-il' (1 mL) § 
z>XHzb>J7ju*nW{M (1 OmL) ZtiiTLs 2B$FsJ88J$Lfco SiC^^jg^ ttftfi 
WW* (3 OOmL) ft & VIC* (2 OOmL) Lfc. 1 H#|B|*L S?-fV? 

PtfyH-^MU (5 OmL) *JBx$6lc3 0»|BHl»Lfco «fttLfcH«:*aa»aiL, 
«KlflWfc£1fJ (3. 3 8g» 4JUp9 8%) Sfcfc. 
10 'H NMR (DMS0-d 6 , 400MHz) : <5 5. 19 (1H, d, J=8.2Hz). 6.64 (2H. d, J=8.5Hz), 7.36 
(2H, d, J= 8.5 Hz). 7.55 (2H. d, J= 8.7 Hz), 7.71 (2H. d, J= 8.7 Hz). 7.90 (1H, d. 
J=8.8Hz). 8.34 (1H, dd, J= 8. 8. 2.8 Hz), 8.47 (1H. d, J=2.8Hz). 10.70 (1H, s) ; 
MS (FAB) m/z: 368 (M + H)*. 367 CM)* 

15 (HJ6041 9 3) N — (4-tKP*'>7i-/b) - (2-^PP-5-~hP7i-;U) 

4-75/7i;-Jl/ (3. 52g. 32. 3mmo I) » DMA (50mL) ftbtf 
\Z2.-$UU-5-=. hoSIfSl^n 'J K (7. 45g, 33. 9mmol) ^SfflL 
Xs SaSfil2lcS3«Lfc73^[=ttL\ «HBgMb$*j (6. 2 9g. W7 4%) 
20 'H NMR(DMSO-d a , 400MHz) : <5 6. 76 (2H. d, J=8.8Hz), 7.49 (2H, d, J=8.8Hz), 7.88 
(1H, d, J=8.8Hz), 8.32 (1H, d, J= 8. 8, 2.7 Hz), 8.41 (1H, d, J=2.7Hz). 9.34 (1H. 
s), 10.45 (1H. s) ; 
MS (FAB) m/z: 292 ( M )*; 

25 9 4) N- [4- [4- (N, N - *>?U bf JUT 5 J ) 7x~;U] 

- (2-^pp-5--hP37xn i iu) *;utK+-9-5 h* 

4- [4- (N, N-v^P tiJlTZS) 7i-Jl/] 7-'J> (0. 045g, 0. 1 
7mmo I) . DMA (5mL) ft btflC 2-£ P P - 5 -— h P£jfe!ii££ P ') K (0. 
0 44 g s 0. 2mmol) £®fflLT, »«2l=E»Lfc*3*f=ttt^» MSiMbd 
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M (72mg ( Jb*9 6%) %%tzo 
R, 0. 00 (Hexane: Ethyl acetate, 9:1, v/v) ; 

'H NMR(DMS0-d 6 , 400MHz) : 6 0. 90 (6H. t, J=7.4Hz). 1.50- 1.60 (4H, nO. 3. 27 (4H. 
t, J=7.4Hz), 6.70 (2H, d, J=8.8Hz). 7.47 (2H, d, J= 8.8 Hz), 7.58 (2H, d, J= 8. 7 
5 Hz). 7.72 (2H. d, J=8.7Hz). 7.90 (1H. d, J=8.8Hz). 8.35 (1H. dd, J= 8. 8. 2. 8 Hz). 
8.47 (1H. d, J= 2.8 Hz). 10.71 (1H, s) ; 
MS (FAB) m/z: 452 (M + HK; 

(Uliflll 95) N — [4- [4- (N-^v;U75,0 7i-M 7i-W - (2 
10 -^PO-5-"hP7i-;i/) A^+^5K 

9 2T?S3iLfcN- [4- (4-75/71-^) 7i-/H - (2— >7PP 
-5--HP7I-J1/) K (2. 04g t 5. 5 5 mm o I ) £ J — )\, 

(40mL) IClSJt, =sTJim\tits+>m.1rVV^J± (0. 698 g> 11. 1mm 
o (•) ;t (1. 33mL, 1 1. Immo I) £ JnjlT OtfCT 4B#Fb1s 

15 Saicr 1 2 ftHftft Lfc„ 

SK»?SlCf&fPfiW* (2 0 0mL) £ta?L £.Ctz*m®&?>mu S/-rv^ 

pein-f;n?a»; «EiaiLT«BB«Mb£ft (2. 02 g> nx^8 2%) *mz 0 

Rf 0. 83 (Hexane: Ethyl acetate, 1:1, v/v); 

'H NMR(DMS0-d 6 , 400MHz) : £. 0.88 (3H, t, J=6. 6 Hz), 1.26 - 1.42 (6H, m), 1.56 (2H, * 
20 m). 3.25 (2H, t. J=7.3Hz), 5.75 (1H, br), 6.63 (2H, d, J=8.8Hz), 7.41 (2H. d, J=8. 8 
Hz), 7.56 (2H. d, J=8.8Hz). 7.71 (2H. d, J=8.8Hz). 7.90 (1H, d, J=8.8Hz). 8.35 
(1H, dd. J=8.8, 2.9 Hz). 8.47 (1H. d. J=2.9Hz), 10.70 (1H, s) ; 
MS (FAB) m/z: 451 M + . 

25 (Hlfctfljl 9 6) N — [4- [4- (N-/s4r5/;U-N-^f-;U75/) 7i 
- (2-^PD-5--hD7i-]« J])U7$*+hS. K 
SUI0I1 9 5-CBjftLfcN- [4- [4- (N-/s+i>;U75y ) 7H/H 7HJb] 
- (2--J7PO-5-- hP^x^U) *;U7t?+-H-5 K (O. 20Og, O. 433mm 
o I) JDMF (2mL) ^^b^h'J^A (O. 02 1 g> O. 487m 
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mo I) ZlBtto 0°CICT3 0^^Lfc^ 3«*fc**;U (0. 0 3 3mU 0. 
53 1 mmo I ) • *Hn*.T 3 61=1 5#|Uffll*Lfc. 
KJSjgjfclC* (2 0mL) . figlnSffTK (1 mL) BKW^ttttlLfc, * 

5 7h^77^~ (^Jr^> : 3 :1, V/V) *ffllvt««U ^lEiMft 

*tt (0. 1 8 5g s J|R^9 0%) *fffc„ 
R, 0, 43 (Hexane: Ethyl acetate, 2:1, v/v); 

'H NMR(CDCI 3 , 400HHz) : 6 0. 89 (3H. t, J=6. 6 Hz), 1.30 - 1.45 (6H, m), 1.56 (2H, 
tt. J=7.3Hz). 3.11 (2H, t, J=7.3Hz). 3.53 (3H, s). 3.76 (1H, br), 6. 60 (2H. d, J=8. 8 
10 Hz), 7. 13 (2H, d, J=8. 1 Hz), 7.31 (2H, d, J=8. 1 Hz), 7.36 (3H, m), 7.96 (1H, dd. J=8. 8, 
2.9 Hz). 8.06 (1H, d. J=2.9 Hz) ; 

MS (FAB) tn/z: 465 M + . 

(HifetfiJl 9 7) N — [4- [4- ( N -X^;U- N-'s+v^T 5 J ) 7i-Jb] 7i 
15 - (2-£pp-5-— hP7i ->l>) *;M?*-y-5 K 

HJ60IJ1 9 [4- [4- (N-^*vJU75/) 7i-Jt] ( 

- (2— {7PP-5-- hP7i-;U) A;^**5 K (0. 169 g> 0. 352mm 
ol) f^/-jK2 m L) dSaSS-l*, i/7y**ft*^*^h'J«>A (0. 150 
g s 2. 3 9 mmo I ) „ 7-fe h7;i/f t K (0. 500mL, 8. 9 4 mmo I ) » fit 
20 jiM©;im^ft]^.T0 o Cl?4^ MT?1 4B#M»8Lfc. 

S(6»«(CtefP»*7k (2mL) . 7K (2 0mL) 4CfcW**5|lU 
?;*fV^ntr;ux— J*E1M»LTWEBtofc** (0. 1 1 2g;"*l* 
6 2%) *fffc 0 
R, 0. 19 (Hexane: Ethyl acetate, 2:1, v/v); 
25 'H NMR(DMSO-d a , 400MHz) : 8 0. 88 (3H. t. J=6.2Hz), 1.10 (3H, t, J=7.3 Hz), 1.31 
(6H, nO. 1.55 (2H, m), 3.27 (2H, m), 3.38 (2H, q, J=7.3Hz), 6.71 (2H, d, J=8.8Hz). 
7.49 (2H, d, J=8.8 Hz), 7.59 (2H, d. J=8.8Hz), 7.72 (2H. d, J=8.8Hz). 7.90 (1H. 
d, J=8.8Hz), 8.35 (1H, dd, J=8. 8. 2. 9 Hz), 8.47 (1H, d, J=2.9Hz), 10.71 (1H, s) ; 
MS (FAB) m/z: 479 M + . 
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(Hifi^Jl 9 8) N — [4- [4- (N-'V*-$/;i/-N-?nfcf;U75>') ? 

i-M - (2-£nn-5--hn?x-;u) */^+*5 K 

2lifc0!l1 9 5T*§Si£L7iN- [4- [4- (N / ) 7x-;i/] 
5 - (2— J7PQ-5-- ha7i-;W *;U7f?4r+>-5 K (0. 200g s 0. 433mm 
o I) STHF (4mL) lcg^t> ^Pet>7^ftK (O. 12 8mU 1. 7 
7mmol) ( Sfl(0, 203mL, 3. 54 mm o I), h 'J THz h+VTMUflS*^ 
h'J^A (0. 3 7 5 g, 1. 77mmol) 0°C[CT1. 5B#^^Lfco 

fiJE»*ICffifn£W* (1 Oml_K * (2 0mL) ft]*., ^X^HJttffi Lfc, *i 

(2mD ic^$i±, iifijcD^K^An^fco £i;fc*»*B**Biu *> 5?-rv^ptr;u 

X— r;UT?Jjfe»tt, «Ett»LT«BlHMb*1fe (0. 1 58g, J|X$72%) *»fc. 
R, 0. 29 (Hexane : Ethy I acetate, 3:1, v/v) ; 

"HNMR(CDC! 3 , 400MHz) : <5 0. 90 (3H, t, J=6. 6 Hz). 1.02 (3H. t. J=7.3Hz). 1.28- 
15 1.45 (6H. m). 1.60 (2H. m), 1.71 (2H, m), 3.12 <2H, t. J=7.0Hz), 3.92 (2H, t, J=7. 3 
Hz), 6.61 (2H, d. J=8.8Hz), 7.14 (2H. d, J=8.8Hz), 7.32 (2H, d, J=8.8Hz). 7.37 
(3H, m), 7.94 (1H, dd, J=8. 8, 2.9 Hz), 8.01 (1H, d. J=2. 9 Hz) ; 

(Sll&$1 99) N — [4- [4- ( N - Z??)l- N 5 J ) 7i 

20 - (2-<7PP-5--hP^i-;u) *;u7f?^r-y-5 K 

HMJl 95Vm&LtzM- [4- [4- (N — ^*->;U7 5 J ) 7i-;b] 
- (2--J7PP-5-- h07i-;i/) A;U7tf^r"9-5 K (Q. 200g»0. 433mm 
o I ) N ?f;l,7^ft K (0. 1 60mL, 1 . 7 7mmo I ) , Eflft (0. 203m 
L, 3. 5 4mmol), h U 7"fe h^S/jKiMbTf^m* h 'J ^ A ( 0 . 3 7 5 g, 1. 
25 7 7mmo I) . tJefcl^T H F (4mL) *«JflLT» SlftOH 9 8 l=|B« Lfc*Sll=tt 
t\ 4UESft{b£% (O. 17 5 g> 11X^7 8%) £|#?io 
Rf 0. 31 (Hexane : Ethy I acetate, 1:1, v/v) ; 

'H KMR(CDCI 3 , 400HHz) : 6 0. 91 (3H, t, J=6. 6 Hz). 0.97 (3H. t. J=7.3Hz). 1.30- 
1.44 (6H. nO. 1.54 - 1.66 (6H. m). 3.31 (4H. nO. 6.71 (2H, d. J=8.8Hz), 7.47 (2H, 
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d, J=8.8Hz), 7.57 (2H, d, J=8. 8 Hz), 7.64 (2H, d, J=8.8Hz), 7.66 (1H, d, J=8.8Hz), 
7.84 (1H. br), 8.26 (1H. dd, J=8. 8, 2.9 Hz), 8.62 (1H. d, J=2. 9 Hz) ; 
MS (FAB) m/z: 508 (M + H) + . 

5 (St!fc0lj2 0 0) N — [4- [4- (N-A^>;lx-N-'<>f;i/75;) 7 
- (2-£PP-5--hP7x-;u) K 
UMiji 95-ettJSLfci^- C4- [4- (N-^+^75y) ?x-;u] 

- (2-^PP-5--hn7i-;b) h' (O, 200g, 0. 433mm 
ol)»-n-f$7JI/fth* (P. 188mU 1. 77mmo I ) , (203mL, 

10 3. 54mmol) > h 'J 7-fe h h 'J ^ A ( 0. 375g, 1. 77 

mmo I) % fcJctfTHF (4mL) fffifflLts 9 8 (=E« Lfc»ftl=t£t\ 

«ESW'flS^«l (0. 2 1 2g, JR*9 2%) *Hfc. 
R, 0. 34 (Hexane: Ethyl acetate, 1:1, v/v) ; 

'H NMR(CDCI 3 , 400IYIHz) : <5 0.91 (5H, m), 1.32 - 1.44 (8H, m) , 1.52 - 1.68 (6H, m), 
15 3.30 (4H, t, J=7.3Hz), 6.71 (2H, d. J=8.8Hz). 7.47 (2H, d, J=8.8Hz), 7.58 (2H, • 
d, J=8.8Hz), 7.65 (2H, d,.J=8.8Hz), 7.66 (1H. d, J=8.8Hz), 7.84 (1H, br), 8.27 
(1H. dd, J=8.8, 2.9 Hz), 8.63 (1H. d, J=2. 9 Hz) ; 
MS (FAB) m/z: 522 (M + H) + . 

20 (HJKS^J 2 0 1) N — [4- [4- (N, N-y^i/^75;) 7i-/W 

Stftffll 9 5T?«ifiLfcN- [4- [4- (N-^+i/;U75y) 7i_;U] 7i-/U] 

- (2-£ DP-5-- hP7i-;l/) *)U7t?^F-H-5 K (0. 200g, 0. 43 3mm 
ol), (0. 2 1 2mU 1. 77mmol), |f8(203mL t 3. 

25 54mmol) s h 'JT.42 h*S'**fl:rt'>*'*- h U^A (O. 375g, 1. 77mm 
ol), fc«fctfTHF (4mL) SffifflLT, £16091 9 8 (Cl2i< Lfc£&IC|£l,\ 
Ittfc^lft (0. 1 28 g> J|X$5 4%) fcflfco 
Rf 0. 35 (Hexane: Ethyl acetate, 1:1, v/v); 

'H NMR(CDCI 3 , 400MHz) : 6 0.91 (6H. t, J=6.6Hz), 1.28 - 1.42 (12H, m).1.61 (4H, 
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m). 3.30 (4H, t, J=7.3Hz), 6.71 (2H, d, J=8.8Hz). 7.47 (2H, d, J=8.8Hz). .7.58 (2H, 
d. J=8.8Hz). 7.65 (2H. d, J=8.8Hz). 7.66 (1H. d. J=8.8Hz), 7.84 (1H. br), 8.27 
(1H, dd, d=8.8, 2. 9 Hz). 8. 63. (1H, d. J=2.9Hz) ; 
MS (FAB) m/z: 536 (M + H)\ 

5 

(HJ(501J2O2) N — [4- [4- (N-'O^UT'S^) 7i-Jl/] - (2 

9 2"e»j|LfcN- [4- (4-75^7i-;i/) 7x=JU] - (2-$PP 
-5-=. hn^i-Jl.) *;UtK*-9-5 K (1 . 5 0 g, 4. 08mmol) 
10 OOmDlCffl^. KU74zh*S'7Kilifc*^*HJ^A (O. 950g> 4. 
49mmo I ) fc^^n-^T^ft K (O.- 477mL, 4. 4 9mmo I ) ^faz. 
X0tlCT4B$F B 1}i^Lfco 

Sffcjf&lc^SW* (1 oomL) Ztoz.. Mfcx^jU-caHk ®ft&&*V2ift Lfc 0 

15 □n'h^^-f- (^t>:Kilf^, 3:1, V/V) £ElNT;*§g{U 
I2@^b^ (1 . I5g) £f#fc„ 

Sl^ycfc^y 'J iJ^W^Af P7 7^ - : SlF^X^U, 3:1, 

V/V) *ffllvC««U tillEittHb&tt (0. 1 43 g> 8%) zmzo 

20 R, 0. 74 (Hexane: Ethyl acetate, 1:1, v/v) ; 

*H NMR(DMS0-d 6 , 400UHz) : 5 0. 90 (3H, t, J=7.0Hz). 1.35 (4H. m). 1.56 (2H, m), 
3.02 (2H, t, J=7.3Hz). 5.72 (1H, br), 6.63 (2H, d. J=8.8Hz), 7.41 (2H, d, J=8. 8 
Hz), 7.56 (2H. d, J=8.8Hz), 7.71 (2H. d, J=8.8Hz), 7.90 (1H, d, J=8,8Hz), 8.34 
(1H, dd, J=8.8, 2.9 Hz). 8.47 (1H, d, J=2.9Hz), 10.70 (1H. s) ; 

25 • MS (FAB) m/z: 437 M*. 

(IiCl2 0 3) N- [4- [4- (N-^;U7 = y) 7i-W - (2- 

mffll 9 2T?«iiL*:N- [4- (4-7S/ - (2-<7PP 
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-5--hP7x-;U) *;ix#*-9-5.K (1 ■ 50g, 4. 0 8mmo I) % 
(3 0mL) , i/7>**ft*^*f- h'J^A (1 . 54g, 2 4. 5mmo I ) fejllf 
^^UTJUxt K (2. 2 0 m L N 2 4. 5mmo I) ^ffiffiLT* HflS0fl1 9 5 [Cffiife 
Lfc*ft(Cttl\ ttElttflS^tt (1. 50g, JR$8 6%) £#fc 0 
5 Rf 0. 69 (Hex ane: Ethyl acetate, 1:1, v/v) ; 

'H WR(DMS0-d 8 , 400MHz) : 6 0.93 (3H, t, J=7.3 Hz), 1.40 (2H. tq, J=7.3, 7.3 Hz), 
1.54 (2H. tt. J=7.0, 7.3 Hz), 3.03 (2H, t, J=7.0 Hz), 5.74 (1H, br). 6.64 (2H, d, 
J=8.4Hz), 7.42 (2H, d, J=8.4 Hz), 7.56 (2H. d, J=8.4 Hz), 7.71 (2H, d. J=8.4Hz), 
7.90 (1H, d, J=8.8Hz), 8.35 (1H, dd, J=8. 8, 2.9 Hz), 8.47 (1H, d. J=2.9Hz), 10.70 
10 (1H. s) ; 

MS (FAB) m/z: 423 M\ 

(H!fc0"J2O4) N — [4- [4- (N-^Pfcf;U75/) - (2 

-^□□-5-- h0 7i-/b) ^ibt^tS K 

15 nmmi Qzvm&Ltzu- C4- (4-75^713) y^-M - (2-?pp 

-5--hP7i-JW iJil/t^S K (1. OOg, 2. 7 1 mmo I ) „ *$J— )\, 
(20mL) , i/TJ fcmtt^mi- K'J>7A (1 . 03g, 16. 3 mmo I ) 35<£l£ 
^Ptf^i/T^-rt K (1 . 1 8ml_, 16. 3mmo I ) £&fflL"C HJS0IJ1 9 5(C 
B»Lfc*ft(C«£^s mim\t%® (0. 988g,J|X$89%) 

20 Rf 0. 67 (Hexane: Ethyl acetate, 1:1, v/v); 

'H NMR(DMS0-d 6 , 400MHzj : <5 0. 95 (3H, t, J=7.3Hz), 1.58 (2H, tq, J=7. 3. 7.3 Hz), 
3.01 (2H, t, J=7.3 Hz), 5.78 (1H, br), 6. 64 (2H. d, J=8. 8 Hz), 7.42 (2H, d, J=8.8 
Hz). 7.56 (2H, d, J=8. 8 Hz), 7.71 (2H, d, J=8.8Hz). 7.90 (1H, d, J=8.8Hz), 8.35 
(1H, dd, J=8.8, 2.9 Hz), 8.47 (1H, d, J=2.9Hz). 10.70 (1H, s) ; 

25 MS (FAB) m/z: 409 M + . 

(SBKW2 0 5) N — [4- [4- (N-X^;i/75/) '7x-JU] - (2- 

<7PP-5-- hP7i-W *;i/7t<+-H-5 K 
HSS091 9 2T*illifiLfclM- [4- (4-75/7i-;i/) - (2-$PP 
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-5--hP7z-Jl/) ijJI/W5h* (1. OOg, 2. 7 1 mmo I ) » ;U 
(2 0mL) , \s7 J fcmitt^mi- HJ^A (1 . 03g. 16. 3 mm o I ) fc«fe 
7th7Jl-ftK (0. 92mL, 16. 3 mm o I ) Lt,- MMM 1 9 5 fC|E$ 

Lfc*aiC|£l\ SCgn^ (0. 714g, JjR^6 6%) $#fco 
5 Rf 0.65 (Hexane: Ethyl acetate, 1:1, v/v) ; 

'H NMR (DMS0-d 6 , 400MHz) : 8 1.18 (3H, t. J=7.3Hz), 3.10 (2H, q, J=7.0Hz). 5.72 
(1H, br), 6.63 (2H, d, J=8.8Hz), 7.42 (2H, d, J=8.8Hz), 7.56 (2H, d. J=8.8Hz), 
7.71 (2H. d, J=8. 8 Hz). 7.90 (1H, d, J=8.8Hz). 8.34 (1H, dd, J=8. 8, 2.9 Hz), 8.47 
(1H. d, J=2.9 Hz). 10.70 (1H, s) ; 
10 MS (FAB) m/z: 395 (M + H)\ 

(HWJ2 0 6) N — [4- [4- (N-^U-N-zO^UySy) 7i 

~ (2-?Pn-5--hP7i jlilftttS. H 
H!<50lJ2O3l?^jiL7iN- [4- [4- (N-^U75/) 7i-it] 
15 - (2-^0D-5--hP7i-W *>;U/tf*"H-5 K (0. 200g, 0. 47 2mm 
o I ) » n-S?7^ft K (.0. 2 0 1 mL, 1 . 8 9mmo I ) , Pit (0. 2 16 
mU 3. 77mmol) > h 'J7-fe h4f*>**fc*'**f- h UOA (0. 400g, 1. 
8 9 mmo I) „ ^l^THF (4m L) ££ffiLTs HJIS^JI 9 8 ICffii&LfcTJ&ICfiE 
t\ ttESffHb^lft (0. 133 g> J|X^5 7%) 
20 R, 0.36 (Hexane: Ethyl acetate. 3:1, v/v); 

. 'H NMR (CDC 1 3 . 400MHz) : 5 0. 93 (3H, t, J=7.3Hz). 0.97 (3H, t, J=7.3Hz). 1.30- 
1.42 (6H, m), 1.56 - 1.68 (4H. m). 3.30 (4H, m), 6.71 (2H. d, J=8.8Hz), 7.47 (2H. 
d. J=8.8Hz). 7.58 (2H. d. J=8.8Hz), 7.65 (2H. d. J=8.8Hz). 7.66 (1H. d. J=8.8Hz), 
7.84 (1H, br), 8.27 (1H. dd. J=8. 8, 2.9 Hz), 8.63 (1H, d, J=2. 9 Hz) ; 
25 MS (FAB) m/z: 493 M + . 

<*IM(2 0 7) N — [4- [4- (N, N-i??*;U7S</) 7i-W - 

( 2 □ □ - 5 -- h □ 7 x -;u) K 

JHW»2 0 3T?fijftLfcN- (4* -^U7 5^-^71-^-4-^^) - (2- 
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/?PP-5--hP7i^l) ±;i/#*-t>-5 K (0. 200gs 0. 472mmol), 
^^l/TJU^rfc h*(0. 1 70mL, 1. 8 9mmo I ) , gftlt (0. 21 6mL, 3. 
7 7mmolK h 'J 7-fe h*$>**fc#***- H 'J 1 ? A ( 0. 4 0 Og, 1. 8 9mm 
o I) , fccfctfTHF (4mL) £&fflLT> SMI 9 8lcE*Lfc#8f::*l\ MS 
5 ittfc*W (0. 2 02g, J|X$8 9%) £*#fc 0 
R, 0. 32 (Hexane: Ethyl acetate, 3:1. v/v) ; 

'HNMR(CDCI 3 , 400MHz) : 6 0.91 (6H, t, J=7. 3 Hz). 1.38 (4H. tq, J=7. 3 Hz). 1.60 
(4H, m), 3.31 (4H, t. J=7.7Hz), 6.71 (2H. d, J=8.8Hz), 7.47 (2H. d. J=8.8Hz). 7.58 
(2H, d. J=8.0Hz). 7.65 (2H, d, J=8.0Hz). 7.66 (1H, d. J=8.8Hz). 7.84 (1H. br). 
10 8.26 (1H, dd, J=8. 8. '2.9 Hz). 8.63 (1H, d. J=2. 9 Hz) ; 
MS (FAB) m/z: 479 (M + H)*. 

(£Jf50IJ2O8) N — [4- [4- (N-^;U-N-^PhT;UTSy) 7i 

-;H - (2-^pp-5--hn7i-;i/) K 

15 £|fc«2 0 3T?KJ&LfcN- [4- [4- (N-?f^75;) 7x^JU] 
- (2-^PP-5--hP7i-/l') *;i/^5K (O. 200g s 0. 472mm 
, ol) . ^Plf^^TJUTt K (0. 136mL, 1. 89mmol), M (0. 2 1 

6mU 3. 7 7mmolK HJ7* h*»>**fcrt«!>** h U $A <°- 400 «' 
1. 8 9mmo I) » fc^THF (4mL) ££B1LT» £1191 1 9 8 IC|5t!tLfc7J5zs 
20 |C«L\ «ffiafi«Hb^ft (0. 123g, l|Xip5 6%) 
R, 0.29 (Hexane: Ethyl acetate, 3:1, v/v); 

'HNMR(CD0l 3 , 400MHz) : <5 0. 96 (6H, m),1.38 (2H. tq. J=7. 3, 7.3 Hz). 1.62 (4H. m), 
3.30 (4H. m), 6.71 (2H, d, J=8.8Hz). 7.47 (2H. d. J=8.8Hz). 7.58 (2H. d. J=8.0Hz). 
7.65 (2H. d. J=8.0Hz), 7.66 (1H. d. J=8.8Hz). 7.84 (1H. br). 8.27 (1H. dd, J=8. 8. 
25 2.9 Hz). 8.64 (1H. d, J=2. 9 Hz) ; 

MS (FAB) m/z: 465 If. 

(£JS0!I2O9) N — [4- [4- (N-^fil.-N-If;i/7 5/) 7x-JU] 7i- 
}U] - (2-^DP-5--hP7i-M ^U/f^+fS h* 
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mmm2 0 3-Qm&LtzN- [4- [4- (N-^U75/) 

- (2-^PP-5--hP7i-W ^;U7t?dF-"9-5 K (0. 200g % 0. 472mm 
o I) , ZfnttyTJlsTt K (0. 1 0 6mU 1 • 8 9mmo I ) t ftlfc (0. 2 1 
6mU 3. 7 7mmo I ) % .h'J7-b h+i/TK^bTh^^-h'J^A (0. 400g ( 

5 1. 8 9mmo I) , fc*tfTHF (4mL) *«fl!LT, JtftflM 9 8 (Cf5«Lfc7afc 
flUSiMbfrtt (0. 120g, Jte$5 6%) *#fc 0 _ 
Rf 0. 27 (Hexane: Ethyl acetate, 3:1, v/v) ; 

'H NMR(CDCI 3 , 400MHz) : 6 0.98 (3H, t, J=7.3Hz). 1.19 (3H, t, J=7.3Hz), 1.39 (2H, 
tq. J=7.3, 7. 3 Hz), 1.56 - 1.66 (4H, raj). 3.30 (2H. t, J=7.3Hz), 3.41 (2H, q, J=7.3 
10 Hz), 6.73 (2H, d, J=8. 8 Hz). 7.47 (2H, d, J=8.8Hz), 7.58 (2H, d, J=8.0Hz), 7.65 
(2H. d, J=8.0Hz), 7.66 (1H. d, J=8.8 Hz), 7.84 (1H, br), 8.27 (1H, dd, J=8. 8, 2.9 
Hz), 8.63 (1H, d, J=2.9 Hz) ; 

MS (FAB) m/z : 451 Hf; 

15 (HSfc0!|2 1O) N- [4- [4- (N — Z?T)\,- N - y =f-)\S7 5 J ) 7i-M 7i- 
;U] - (2-^PP-5-^hP7i -M *;U/1?+-9-5 h* 
jltt«2 0 3-eKJtLfcN- [4- [4- (N-^;U75y) 7i-;u] 

- (2— {7PP-5-- hP7ir;|/) *;M**1J-§K (0. 200g, 0. 472mm 
o I ) £DMF (2mL) [C»#$-|±, TkffHb^HJ^A (0. 023 g, 0. 5 1 9m 

20 mo I) £Jn^fc 0 0°CICT3 0flf B ( jH#L7r&, B^it*T)l> (O. 035mU O. 
5 6 6mm o I) £j][]*.T $ b(C 1 tif?$mWLtz 0 
5J6*«lc# (2 0mL) *»*T»»x^u-cttHiL» «MMr7fa?3eu ftftfttt 

f^fcSS^i^/-^ (2mL) (c»»L»*-r*4:IS»36<«rUiLfc©Tf» 
25 EtH»LTfiSfEB6<rtb£«I (0. 120g, W5 896) £*#fc 0 
Rf 0.41 (Hexane: Ethyl acetate, 2:1, v/v); 

'H NMR(CDCI 3 , 400MHz) : 6 0.96 (3H, t. J=7.3Hz), 1.43 (2H. tq. J=7. 3. 7.3 Hz), 
1.60 (2H, tt, J=7.3, 7.3 Hz), 3.13 (2H, t. J=7.3Hz). 3.53 (3H. s). 6. 61 (2H. d, J=8. 8 
Hz). 7.14 (2H, d, J=8.8Hz). 7.32 (2H. d. J=8.0Hz), 7.37 (2H. d. J=8.0Hz), 7.38 
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(1H. d. J=8.8Hz), 7.97 (1H. dd, J=8. 8. 2.9 Hz). 8.06 (1H, d. J=2. 9 Hz) ; 
MS (FAB) m/z: 438 (M + H)*. 

(jl»fl|2 1 D N- [4- [4- (N-^>^;U-N-^Pfcf;U75>') 7 

5 i=.;u] - (2-?pp-5--hP7i-ii/) *;utH4-9-s K 

S8ltffl2 0 4T?»JlL*:N- [4- [4- (N -?P t?;U7 5 / ) 7i-JI/] 

- (2-^PP-5-rhP7i-;t) ^^^F-y-S K (0. 200g, 0. 488mm 
o I) , n-SlTJtft b* (0. 208mL s 1 . 95mmo I ) , fffik (0. 223 
mU 3. 9 0mmol)s KU7-fe K^**^*^*^ K'J^A (0. 4 1 4g, 1. 

10 9 5mmo I) > fcWHF (4mL) fttfflLT* MINI 9 8|ClB*Lfc*ftU:fl& 
l\ MBIttHb^ttl (0. 179 g> J|K$7 7%) *fffc. 
R, 0. 60 (Hexane : Ethy I acetate, 2:1, v/v) ; 

'HNMR(CDCI 3 , 400MHz) : 8 0. 92 (3H, t, J=7.3Hz). 0.95 (3H, t. J=7.3Hz), 1.35 (4H, 

nO. 1.63 (4H, m), 3.29 (4H. m), 6.61 (2H, d, J=8.8Hz), 7.47 (2H. d. J=8.8Hz). 7.57 
15 (2H. d, J=8.8Hz), 7.64 (2H, d, J=8.8Hz), 7.66 (1H. d, J=8.8Hz), 7.83 (1H. br), 
8.26(1H. dd, J=8.8. 2. 9 Hz), 8.63 (1H, d. J=2.9Hz) ; 

(HH50H2 1 2) N — [4- [4- (N-X^JU-N-^Ptf;U75y) 5i 
- (2-i7PO-5--hP7i-^) ±)l7fs*VS. K 
'20 H«5#j2 0 4T-^iiL7tN- [4- [4- (N -?P t?;U75 /■) 

- (2-^pn-5-rhP7i-;t) *;MfcH>-S K (0. 2 0 0'g, 0. 48 8mm 
o I) $THF (4m L) lc»§f*-& v 7* h7;i/T*fc K (O. 109mU 1. 9 5m 
moDslKO. 223mL, 3. 9 0mmolK h 'J 7* h*^*^*^*^ 
MJ^A (0. 41 4g, 1. 9 5 mm o I ) $jtDX.» 0 e C|C"C1. SBWIfflWLfc. 

25 SJSJtlfclct&fnSW* (10mL)s7K(20mL) in*, Wilf il'TJttffilf:. *1 

ff&*ifc?SS£x$/— ;u (2mL) {c»j»LM-r*ilS*3V*fUJLfc©Tf» X 
ElfcttLTeiBSKMb^tt (O. 1 24g, J|Xi£5 8%) £#fc 0 
R, 0.41 (Hexane: Ethy I acetate, 2:1, v/v); 
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'HNMRCCDCU, 400MHz) : <5 0.96 (3H, t, J=7.3Hz), 1.19 (3H. t, J=7.3Hz), 1.66 (2H. 
tq. J=7.3. 7.3 Hz), 3.27 (2H. t. J=7.3Hz), 3.42 (2H, q, J=7.3Hz), 6.73 (2H, d, J=8.8 
Hz), 7.47 (2H. d. J=8. 8 Hz), 7.58 (2H. d, J=8.8Hz), 7.65 (2H. d, J=8. 8 Hz), 7.66 
(1H, d, J=8. 8 Hz). 7.85 (1H, br), 8.26(1H. dd. J=8. 8, 2.9 Hz). 8.63 (1H, d. J=2.9 
5 Hz) ; 

(HSHJ1J2 1 3) N- [4- [4- (N-^^;U-N-^Ptf;U75/) 7i 

mmm2o 4-Qm&.LtzN- [4- [4- (N-^ne^s^) -j^-m 

10 - (2--i7PP-5-_ hP7i-W A;i/7t?+-y-5 K (O. 200g ;s 0. 48 8mm 
o I) £DMF (2mL) lcj#fl?£-fc!\ *#tfb:J- h V *7 A (0. 023g, 0. 537m 
mo I) £fln**:o 0°C[rT3 O^^Lfc^ BWttTJl, (0. 037mL, 0. 
5 8 6 mm o I ) £mz.X S $>IZ 1 fiMW Uz 0 

Rfc%mz& (2 0mD ^AD^r^x^-etttijL, 3 a, ffifa^ 

£CfcH(*£31»LTi*/-;i,T?$^fk ttEttftLTflNSSttfcdtt (0. Il9g, 
i|X$5 8%) £#fc D 

R, 0. 31 (Hexane: Ethyl acetate, 2:1, v/v) ; 

'H NMR(CDCI 3 , 4001Hz) : 5 1.00 (3H, t, J=7.3Hz). 1.65 (2H, tq, J=7. 3, 7.3 Hz), 
20 3.10 (2H, t, J=7.3Hz), 3.53 (3H, s), 3.78 (1H, br), 6.61 (2H, d, J=8.8Hz), 7.13 
(2H. d. J=8.8 Hz), 7. 32 (2H. d, J=8.8Hz), 7.37 (2H. d; J=8.8Hz), 7.38 (1H, d, J=8. 8 
Hz). 7.98(1H, dd, J=8.8, 2.9 Hz), 8.06 (1H. d,' J=2. 9 Hz) ; 

(HJfi0lj2 1 4) N- [4- [4- (N s N-v^>fil/75/) 

25 - (2-'i7PP-5-^hP7x-;u) *;utK+-h-5 h* 

HSS092O 2 LfcN- [4- [4- (N-'Of^UyS/ ) 

- (2-^PP-5--hP7i-;i/) A^t5K (O. 086g, 0. 197mm 

o I ) s n--g?77l/xt K (0. 0 8 4m!_, 0.7 8 9mmo I ) % (O. 0 9 

OmL, 1. 5 8mmol). h 'J 7-fe h+^IMb*^*"^ H 'J -7A <0. 167g, 
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0. 7 89mmo I ) „ fc<fctfTHF (1 . 5mL) ^fflLt, 1 9 8 ICgB® L 

tzismzm\ WMBMtswi (o. 03 4 gs jix$3 4%) zmtzo 

Rf 0. 65 (Hexane: Ethyl acetate. 2:1, v/v) ; 

'HNMR(CDCI 3 , 400MHz) : 8 0.93 (6H, t, J=7.3Hz); 1.36 (8H. m), 1.62 (4H. m). 3.30 
5 (4H. t. J=7. 3 Hz). 6.71 (2H. d. J=8.8Hz). 7.47 (2H. d. J=8.8Hz), 7.58 (2H. d, J=8. 8 
Hz). 7.65 (2H, d, J=8.8Hz). 7:66 (1H, d. J=8.8Hz). 8.27 (1H. dd. J=8. 8. 2.9 Hz). 
8.64 (1H. d, J=2.9 Hz) ; 

MS (FAB) tn/z: 507 M + . 

10 (HJfc#J2 1 5) N — [4- [4- (N-^fJl/-N-^>f;i/75/) 7i-JH 7i 

- (2-^no-5--hP7i -;i/) h* 

«Hff|2 0 2T?«JSLfcN-- [4- [4- (N-^>^;U75^) 

- (2-£PP-5-- hP7x=JI/) *JI/^5 h' (0. 175g, 0. 400mm 
ol), *3)Ht"*- h U't'A (0. 0 19 g. 0. 44 Ommo I ) » g^it^^U (0. 

15 030mL. 0. 4 8 0 mm o I ) fccfctfDM F ( 2m L) LT» HtfE0fl2 1 0 (C 

EULfc^fcfCflElV «EBttHt£1fc (0. 142 g) Jfe*7 9%) *»fc. 
R, 0.42 (Hexane: Ethyl acetate, 2:1, v/v); 

'H NHR(GDCI a . 400MHz) : 5 0.92 (3H, t. J=7.3Hz), 1.37 (4H. m), 1.62 (2H. m). 3.12 
(2H, t, J=7.3Hz), 3.54 (3H. s). 6.61 (2H, d. J=8.8Hz). 7.14 (2H. d. J=8. 8 Hz). 7.32 
20 (2H. d, J=8.0Hz). 7.37 (2H. d, J=8.0Hz). 7.38 (1H, d. J=8.8Hz), 7.97 (1H, dd. J=2. 2, 
8.8 Hz), 8.06 (1H d, J=2. 2 Hz) ; 
MS (FAB) m/z: 451 M + . 

(HSI5^2 1 6) N — [4- [4- (N-X^;U-N-^>^JUT5^) 7i-il] 7i 
25 -111 - (2-^.PP-5--hD7i-W *;i/7H#^5 K 

S*ffl2 0 5 7?fiJgLfcN- [4- [4- (N-Ifil/75;) 7i-W 

- (2-i?DP-5--hP7i-;i<) ^/U/KdF-tfS K (0. 139s, 0. 3 5 1mm 
o I ) s n-f§7^ft K (0. 1 49mL, 1 . 4 Ommo I ) . fttt (0. 16 1 
mL, 2. 81mmol), h 'J 7-fe h4r»>**fl:*^*^ H 'J (O. 298g, 1. 
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40mmo I) , fc<fctfTHF (2. 8mL) £@fflLT* MINI 9 8.(CE«Lfc*a 
IC«El\ *G'gKHb$ttl (0. 1 30g, 1|X$7 9%) zmtzo 
R, 0. 38 (Hexane: Ethyl acetate, 2:1, v/v); 

'HNMR(CDCI 3 . 400MHz) : 3 0. 93 (3H. t, J=7.3Hz), 1.19 (3H. t, J=7.3Hz), 1.35 (4H, 
5 nO. 1.63 (2H, m). 3.29 (2H, t, J=7.3Hz), 3.41 (2H. q, J=7.3Hz). 6.73 (2H, d, J=8. 8 
Hz), 7.47 (2H, d. J=8.8Hz), 7.58 (2H, d. J=8.0Hz), 7.65 (2H. d, J=8.0Hz), 7.66 
(1H, d, J=8. 8 Hz), 8.26 (1H. dd, J=8. 8, 2.9 Hz), 8.63 (1H, d, J=2. 9 Hz) ; 
MS (FAB) m/z: 465 M + . 

10 (H«5<5"J2 1 7) N — [4- [4- (N s N-^Xf-JUTS - 

(2-^pp-5--fo7i-;l-) A;H+t5K 

W6«2 0 5t»K3tLfcN- [4- [4- (N-X^;U75y) 71-^] 
- (2-2DP-5-- hP7i-Jb) H (0. 200g, 0. 505mm 

o I ) £THF (4mL) Kp?$-fe!\ 7-feH7JL-Tt h* (0. 1 1 3mU 2. 02m 
15 mo I). KM (0. 231.nL, 4. 0 4mmol), h 'J7-fe h**>**fls*«>*-f 
h'J^A (0. 428g s 2. 0 2mmol) SM, O^liTI. 5B#K^Lfc, 

fiJ6»«(=tefQOT* (10mL)sTK(20mL) ft]*.* BKl^/UTftttti Lfc. * 

20 1 8 6g» J|Jl*8 7%) 

R, 0.25 (Hexane .Ethyl acetate, 2:1, v/v); 

'HNMR(CDCI 3 , 400MHz) : 6 1.20 (6H. t, J=7.3Hz). 3.40 (4H. q, J=7.3Hz). 6.75 (2H, 
d, J=8.8Hz), 7.48 (2H. d, J=8.8Hz), 7.58 (2H, d, J=8.0Hz), 7.65 (2H, d, J=8.0Hz), 
7.67 (1H, d, J=8.8Hz). 8.26 (1H, dd. J=8. 8, 2.9 Hz), 8.63 (1H. d. J=2.9Hz) ; 
25 MS (FAB) m/z: 423 M*. 

(HK5^|2 1 8) N- [4- [4- (N-lf/l,-N-^f;i/75/) 7i- 
iU] - (2-{7PP-5--hP7i-il/) fcJMMMJ-S K 
HJ(S0ll2O5T*IS3iLf=N- [4- [4- (N-X^;U75^ ) 
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- (2-£nn-5-- hP7i-Jb) *;^t5 K (0. 202g, 0. 505mm 
o I) . fcmiti-h'J^J*' (O. 024g, O. 5 55mmo-l ) , B'Sitt^Jl' (0. 
038m L, 0. 606mmol) fc£tfDMF (2mL) ££fflLT> §S!S0!I2 1 Old 
E«Lfc*fclC«£l\ *EIWfc** (0. 141 g, J|R$6 8%) fcfcfc, 

5 Rf 0. 32 (Hexane: Ethyl acetate, 2:1, v/v) ; 

'H MIR (CDC 1 3 . 400MHz) : 6 1.26 (3H, t, J=7.3Hz), 3.18 (2H, q, J=7.3Hz), 3.54 (3H, 
s), 6.62 (2H, d, J=8.8Hz), 7.14 (2H, d, J=8.8Hz), 7.32 (2H, d, J=8.0Hz), 7.38 (3H, 
m), 7.97 (1H, dd, J=8. 8, 2.9 Hz), 8.06 (1H. d, J=2. 9 Hz) ; 
MS (FAB) m/z: 409 M + . 

10 

(£11612 1 9) N — [4- [4- (N-^-<7^;UT5y) ~ (2 

-Vna-5-- ha7i-;b) A;u#*-y-s K 

HJfe^iJI 9 2T*Hi£Lt_N- [4- (4-75;^i-;i/) - (2-£PP 

-5--hP7i-W *J^W5K (1. 5 0g % 4. 0 8 mm'o I ) jtt$S—)\s 
15 (3 0mL) |CSSS$#. i/7 , y**fli*^*±h , J^A (1. 54g ( 14. 4mmo 
< I ) fc&tfttZi— ;U (3. 82mU 14. 4 mm o I ) £J)D;lTljS[CT 1 2BtF<Sj 

*U «EIH*L-C*fIB18Ht** (1. 20g s Jb#6l%) fcflfco 

20 R, 0.79 (Hexane: Ethyl acetate, 1:1, v/v); 

'H NMR (DMS0-d 6 , 400MHz) : <5 0.87 (3H, t, J=6.6Hz), 1.20- 1.40 (10H, m), 1.55 (2H, 
m), 3.02 (2H. t, J=7.0Hz), 5.75 (1H, br). 6.63 (2H. d, J=8.8Hz), 7.41 (2H, d. J=8. 8 
Hz), 7.56 (2H, d, J=8. 8 Hz), 7.71 (2H, d, J=8.8 Hz). 7.90 (1H, d, J=8.8Hz), 8.34 
(1H, dd, J=8.8, 2.9 Hz), 8.47 (1H. d, J=2.9Hz), 10.70 (1H, s) ; 

25 MS (FAB) m/z: 479 NT. 

(H^J2 2 0) N- [4- [4- (N-'S+i/^-N-t^f;i'75/) 7i~;i/] ? 

meg 21 g-eajtLfcN- [4- [4- (n-^*^?*/) y^-M ?x-/n 
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- (2-^PO-5-r|sP7i-;i/) *;U/f?+-y-5 K (0. 150g 4 0. 313 mm 
o I ) £THF (3mL) (0. 1 5 OmL, 1 . 2 5mmo 

l)*ft»(0. 143mL, 2. 5 Ommo I ) , > 'J7-b f+S'****^ h 'J 
(0. 26 5 g, 1. 2 5mmo I) $1DZ. % 0°C|CT 2B$|NHM$Lfe. 
5 £JS&$ICfla?n£W* (1 OmL) „ * (20mL) /BX, rax^JUT'ftffl Lfco W 

(2mL) fc£#$-|=!\ iB*l©**in;Lfco £Cfc*»ft*6»U 5/'J*^*7A^ 
P-7h^77-r- : BUI?;!,, 4:1, V/V) fcffllvCHfiLfc.. 

fc^«1**??x^;n— r;u (4m l) fc»(WLl NttB-$?x*/n— • r;u»» (0. 

10 5mL) £jra^ £i:fcBH**31!U *EttMkLT«l5SttHb*ttl (0. 1 0 2 g, tt* 

5 4%) zmzo 

'H NMR(DMS0-d 6 , 400MHz) : 6 0. 83 (6H, m), 1.21 (18H, m), 1.66 (2H, m). 3.91 (4H, 

m). 7.70 - 8.00 (8H, m). 7.91 (1H. d, J=8.8 Hz). 8.36C1H. dd, J=8.8, 2.9 Hz), 8.50 
• (1H. d, ^2.9 Hz) ; 
15 MS (FAB) m/z: 564 (M - CI)*. 

(HSS0IJ2 21) N — [4- [4- =f-)\,- N -'Of^UT 5 J ) 7i~;U] 7 

x-;H - (2-^PP-5-~hP7x^;U) iJuMW-s K- i tttttt 
H)ffi0lj2 1 9-CfiifiLfcN- [4- [4- 
20 - (2— J7PP-5--I>P7i-;U) *;UtH^-9-5 K (0. 150g 4 0. 313mm 
ol), n-S$7;l/ft K (O. 1 33mL, 1 . 2 5mmo I ) % fffti (0. 14 3 
mU 2. 50mmol) s HJ h**>**fc*^** h 'J ( 0. 265g, 1. 
25mmo I) , THF (3mL) £®fflLT, HM>J 2 2 0 Icggft Lfc^jS Icftl V « 
EBMfc^lft.CO. 060 g. 11X3*3 3%) ^|#7i:o 
25 'H NHR(DMS0-d 6 , 400MHz) : 6 0. 82 (6H. m). 1.21 (16H, m), 1.65 (2H, m), 3.77 (4H. 
m), 7.70 - 8.00 (8H. m), 7.91 (1H. d, J=8.8Hz). 8. 36(1H. dd, J=8. 8. 2.9 Hz). 8.49 
(1H. d. J=2.9 Hz) ; 
MS (FAB) m/z: 550 (M - CI)*. 
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(HJ60IJ2 2 2) N — [4- [4- (N-^U-N-^f-JUTS/) 7i=;U] 7i 

- (2--J7PP-5--HP7I -)l>) *;U7t?+-9-5 K 
^Sfc^l 9T?»JtLfcN- [4- [4- ( N - <^*i/)\,T 5 -/ ) 7i-Jl] 
- (2-^PP-5--HP7i-;U) *;U7t<^-y-5 h* (0. 150g, 0. 3 13mm 
5 o I ) » ^JUT/Uxt h*(0. 113mU 1. 2 5mmo I ) , M (0. 143 m 
U 2. 50mmol), h 'J 74z h**>**fc*«5**- F> 'J *> A ( 0. 265g, 1. 
25mmo I) » THF (3mL) £«fflLT* HS60I1 1 9 8 [CgBit Lfc^T;ilC^L\ If 
BBtoitSm (0. 09 1 g, J|R^5 4%) fcfcfco 
Rf 0. 65 (Hexane: Ethyl acetate, 2:1. v/v) ; 
10 'HNMR(CDCI 3 , 400MHz) : 5 0. 90 (3H, m), 0.97 (3H, t, J=7.3Hz), 1.24 - 1.42 (12H, 
m). 1.60 (4H, nO. 3.30 (4H, m). 6.71 (2H, d, J=8.8Hz), 7.47 (2H. d, J=8.8Hz), 7.58 
(2H, d, J=8.8Hz), 7.65 (2H, d, J=8.8Hz). 7.66 (1H, d, J=8.8Hz). 7.84 (1H, br), 
8.27 (1H, dd, J=8.8, 2.9 Hz), 8.64 (1H, d, J=2.9Hz) ; 
MS (FAB) m/z: 535 M*. 

15 

(HJ60IJ2 2 3) N — [4- [4- (N-^U-N-^^UTS/) 7i 
SJfc«2 2 2-CfijiLfcN- , [4- [4- (N-^JU-N-^-^^l/TS^ ) 7i- 

;u] 7x_;n - (2-^pp-5-- ha^i-W A;itW5K (o. 034 gs 

20 0. 0 6 3 mm o I ) £*?X5^I,X— rJU OmL) [Cjgfi?L1 Nfii-ylf/H-f 
(0. 2mL) ±C/r@ft£*>ljU gEttJftL-CKIBl ftft^tt (0. 

02 8 g, J|R^7 7%) &mtz 0 

'H NMR(DMS0-d 6 , 400MHz) : 6 0.82 (6H, m). 1.21 (14H, m). 1.64 (2H, m), 3.74 (4H, 
m). 7.70 - 8.00 (8H, m), 7.91 (1H, d. J=8.8Hz), 8.36(1H, dd. J=8. 8, 2.9 Hz), 8.49 
25 (1H, m); 

MS (FAB) m/z: 536 (M - CI)*. 

(0tJfc0>j2 24) N — [4- [4- (N-^^U-N-^PfcfjUT'S/) 7 

- (2-^pp-5-- ho"7i-;u) jjjMUptf-s K 
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HJI50IJ2 1 [4- [4- (N-A+WS^) ?x=.;U] 

- (2-^DP-5--hP7i-il/) *UUtf*+f5 K (0. 150g, 0. 3 1 3mm 
o I) , ^□e^->7;Uf f t K (0. 090mL, 1. 25mmo I ) , 8tM (0. 14 
3mL, 2. 50mmol), h 'J 7* h U^A (0. 265g» 

5 1. 2 5mmo I) , THF (3mL) *ttfflLT, «M8 1 9 8 |=B« Lfc&SslCttlV 
ffieiftlt^tt (O. 103g, J|R$6 3%) £#fc 0 
R, 0. 63 (Hexane: Ethyl acetate, 2:1, v/v) ; 

'H NMR(CDCI 3 , 400MHz) : 6 0. 89 (3H, t. J=7. 3 Hz) . 0. 95 (3H, t. J=7.3Hz), 1.24- 
1.38 (10H, m). 1.63 (4H, m). 3.28 (4H. m), 6.71 (2H, d, J=8:8Hz), 7.47 (2H. d, J=8. 8 
10 Hz), 7.57 (2H, d, J=8.8Hz), 7.64 (2H. d, J=8.8Hz), 7.65 (1H. d, J=8.8Hz). 7.86 
(1H, br). 8.25 (1H, dd, J=8. 8, 2.9 Hz). 8.62 (1H, d. J=2. 9 Hz) ; 

MS (FAB) m/z: 521 M*. 

(HJI£0l)2 2 5) N — [4- [4- (N-Xf-;i/-N-^-^^;U75/) 7i-;U] 7x 
15 - (2--J7PO-5-- KP7x-;U) *JI/#+^5 F 

HA50IJ2 1 9T*i{jiLfcN- [4- [4- (N-^*->;i/75/) 7x-;U] 

- (2-^PO-5--hP7i-JH *JU7K4t>-5 K (0. 1 50g, 0. 3 1 3mm 
o I) , 7-b hTJU^rt h* (0. 0 7 8mU 1. 25 mm o I), ftBft (0. 14 3m 
U 2. 5 0mmolK h »J7"fe h+S'TKifHt*'?^-*- H U^A (0. 265g, 1. 

20 25mmol) < THF (3mL) £<£fflLT, HJS092 1 7 (cGtt LfcSSslCfifelV 
ElWft^lS! (O. 0 9 7 g, ]|X$6 1 %) £mz 0 
R, 0. 61 (Hexane: Ethyl acetate, 2:1, v/v); 

'H NMR(CDCI 3 , 400MHz) : 8 0. 89 (3H, t, J=7.3Hz), 1.19 (3H, t, J=7.3 Hz), 1.24 - 
1.38 (10H, m). 1.62 (2H, m), 3.29 (2H, t. J=7.3Hz), 3.41 (2H, q, J=7.3Hz), 6.73 (2H, 
25 d, J=8.8Hz), 7.48 (2H, d, J=8. 8Hz). 7.58 (2H, d, J=8.8Hz), 7.65 (2H, d, J=8.8Hz). 
7.66(1H, d, J=8. 8 Hz), 7.83 (1H. br), 8.27 (1H, dd. J=8. 8, 2. 9 Hz). 8.64 (1H. d. J=2.9 
' Hz) ; 

MS (FAB) m/z: 507 (M + H) + . 
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(SSifc0>]2 26) N — [4- [4- (M-Zm-M-tW-frTSS) 7i 

HMQ2 1 9-ei?^LfcN- [4- [4- (N-5f£^U75-/) ^i-^U] 
- (2-^PP-5--hP7i-;i') *;U7^+-^5 K (O. 1 5 0 gs 0. 3 1 3mm 
5 o I) , TK^b^" h'J^A (0. 01 5g, 0. 345mmol) ( a^b^H' (0. 
023mL % 0. 3 7 5 mm o 

laaLfc^flsi-tttv aEiwft** (o. 101 g > juz$6 6%) 

R, 0. 31 (Hexane: Ethyl acetate, 3:1, v/v) ; 

'H NMR(CDCI 3 , 400MHz) : 5 0.88 (3H, t, J=7.3Hz), 1.25 - 1.45 (10H, m). 1.50-1.65 
10 (4H. m), 3.12 (2H, t, J=7. 3 Hz), 3.53 (3H, s), 6.61 (2H, d, J=8. 8 Hz). 7.14 (2H. d. 
J=8.8Hz), 7.32 (2H, d, J=8.0Hz), 7.37 (2H. d. J=8.0Hz), 7.38 (1H. d, J=8.8Hz), 
7.97 (1H, dd, J=8.8, 2.2 Hz). 8.06 (1H. d, J=2. 2 Hz) ; 

MS (FAB) m/z: 494 (M + H)\ 

15 (W«2 2 7) N- [4- [4- ( tf 'J 3 -- f ;U-*rtrft?=JU) fcf^7i?>-1~ 
-Ol,] 7i-iH - (2-?OP-5--hn7i-li/) *;i/7far+f5K 

3 3T»«aSLfcN- [4- (fcf*^:/- 1 -*OU) 7i-/H - (2-*P 
P-5--hn7i-Jb) *;M?*-*§ K • 2ttM (O. 200 g, O. 4 6 1mmo 
I ) „ 2af>j|^piJ K 'JfilMa (0. 1 23 g\ O. 692mmo I ) , tf'J^> (2 

20 m L) L X> 1 8 3 [Cffiic Lfc*ai=fl£l\ *&i Wfcfcfc- ( 0 . 140g, 

J|#p6 5%) £»fc 0 

'HNMR(C0CI 3 , 400MHz) : 6 3. 20 (4H, m), 3.62 (2H, m), 3.95 (2H. m), 6.94 (2H, d, 
J=8.8Hz), 7.39 (1H, dd. J=5. 1, 8.0 Hz), 7.55 (2H. d, J=8.8Hz), 7.62 (1H, d, J=8. 8 
Hz), 7.79 (1H, m). 8.14 (1H, br), 8.22 (1H, dd. J=8. 8. 2.1 Hz), 8.55 (1H, d, J=2. 1 
25 Hz), 8.68 (2H, m) ; 

MS (FAB) m/z: 466 (H + H)*. 

(HlifE0!l2 2 8) N — [4- [4- ( tf V 4 — fiU— ^JUtf-^) ' tf^7 - 
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Stfcffll 3 3T?«igLfcN- [4- (tf^7i?>~1 -4M 7x3] - (2-*P 
n-5--hP7i-/l/) ^;U7|?^+>-5 h* • 2}£^ (0. 200g. 0. 46 1mmo 
I ) » -fV-^^i^P 'J K ■ ttStt (0. 1 2 3 g, 0. 6 9 2mmo I ) , tf'JV 

> (2mD zmmLx. mmm-\ 8 3icE«Lfc*3*i=tti\ asinft^ii (o. 2 

5 0 5g. H$9 6%) 

'HNMR(CDCI 3 , 400MHz) : 6 3.12 (2H, m), 3.27 (2H, m), 3.54 (2H, m), 3.95 (2H, m). 
6.93 (2H, d, J=8.8 Hz), 7.32 (2H, d, J=5.8Hz), 7.55 (2H. d. J=8.8Hz), 7.64 (1H, 
d. J=8.8Hz), 8.00 (1H, br), 8.24 (1H, dd, J=8. 8, 2.1 Hz). 8.58 (1H. d, J=2. 1 Hz), 
8.72 (2H. d, J=5.8 Hz) ; 
10 MS (FAB) m/z: 466 (M + H) + . 

(HM«!l229) N — (2-Ih*i/7ilM - (2-^PO-5-ZhP7i-Jl/) 

2-Ih+v7-'J> (0. 33g, 2. 40mmo I) , DMA (4m L) ftbtffC 
15 2-9PO-5--hP$J&ffl||^OUK (0. 58g, 2. 64mmol)^lLT, 
*tt«2JC|B«Lfc»acl=«£l\ JIIBlttft;**! (0. 4 1 g, J|R$5 4%) 

'H NMR(DMS0-d 6 , 400MHz) : 6 1.35 (3H, t, J=7.0Hz), 4.10 (2H, q, J=7.0Hz), 6.98 
(1H. t, J= 7.5 Hz) , 7.09 (1H, d, J= 7.5 Hz). , 7.18 (1H, t. J= 7.5 Hz) , 7.87 (1H. 
d. J=7.5Hz) , 7.87 (1H, d, J= 8. 6 Hz) . 8.33 (1H, dd, J= 8. 6, 2. 7 Hz) , 8.41 (1H. 
20 d. J= 2. 7 Hz) . 9. 91 (1H, s) ; 
MS (FAB) m/z: 320 (M + H) + ; 

(HSS0II2 3O) N — [4- -Pil-M - (2-? PP-5- 

25 4- (2-t KP+vXf;0 7-'J> (5. 02g,'36. 6mmo I) , DMA (5 
OmL) J&bt5(C2-'i7PP-5-- HP^STO^a 'J K (8. 45g, 3 8. 4mm 

o i) £tef8LT. mmm2.\zmLLtzijmzm.\ iGgnit^ o. i s g , 

7 8%) £*§fc 0 

'H NMR(DMS0-d 6l 400MHz) : <5 2. 70 (2H. t. J= 7. 1 Hz). 3.56-3.61 (2H, m). 4.64 (1H. 
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t. J= 5.2 Hz) , 7.22 (2H, d, J= 8.4 Hz) , 7.60 (2H. d. J= 8. 4 Hz) , 7.89 (1H. d, J= 

8. 8 Hz) . 8.33 (1H. dd, J= 8. 8. 2. 8 Hz) , 8.43 (1H. d. J= 2. 8 Hz) , 10.63 (1H. s) ; 
MS (FAB) m/z: 321 (M + H) + ; 

5 (§ll&$23 1) N- [ [3- [4- (-rS^V-^-l --Ol/) 7i-;i/]75/*;i/ 

7K=;u]7i=.;i/] - (2-$on-5-=. ha7i-iW rt;U/tf*-y-5 K 

3- 75/-N- [4- ('T 5 # 7— ,/U- 1 ;U) <^>X75 K (0. 2 
8g, 1. Ommo I ) » DMA (1 OmL) fctffC 2 P P- 5 -- h P£S#& 
$P'JK (0. 26g, 1. 2 Ommo I) fcttfflLT* 2 IZE« Lfc*ftf=«ei\ 

10 iGlAft^ (0. 4 1 g, J|Z^8 9%) tmto 

'H NHR(DMS0-d 6 . 400HHz) : <5 7.11 (1H, s), 7.57 (1H, t, J= 7. 9 Hz). 7.65 (2H, d, 
J=8.9Hz), 7.72 (1H, s), 7.77 (1H, d, J=7.6Hz), 7.90 - 7.95 (4H, m), 8.22-8.26 
(2H, s), 8.51 (1H, d, J=2.7Hz), 10.49 (1H,s), 10.94 (1H, s) ; 

MS (FAB) m/z: 462 (II. + H)*; 

15 

(38*012 3 2) N — [ [4- [4- (N-X^U- N --f 7 ?P tf)U7 5 / ) 7x^U] 

7S/x;u*-/i'] - (2-^pp-s-- hP7i-;u) */u^-y-s K 

4- [4- (N-x?;u- N--fy:7Pbf/U7Sy) 7i-;i/73/X^-;i/] 7- 
'J> (0. 33g, 1. Ommo I ) , DMA (1 OmL) §&W:2-^ PO-5-1 

20 hP£Hfi^pij K (0. 26 g. 1. 2 0mmo I) MfflLT* *itfl2(CE«L 
fc*£l=1j6t\ SgBStfHb£* (0. 4 2g % JDU08 196) 

'H NMR(DMS0-d 6 . 400MHz) : <5 1.03 (3H. t. J=6.9Hz), 1.08 (6H. d. J=3.3Hz). 3.14 
(2H. q. J=6.9Hz), 3.8-4.0 (1H, m) , 6.57 (2H. d. J= 9. 1 Hz). 6.85 (2H. d. J= 9. 1 
Hz). 7.69 (2H, d. J=8.8Hz), 7.82 (2H. d, J=8.8Hz), 7.90 (1H. d. J=8.8Hz), 8.35 
25. (1H. dd. J= 8.8. 2.7 Hz), 8.52 (1H. d. J=2.7Hz). 11.05 (1H. s) ; 
MS (FAB) m/z: 516 ( M ) + , 517 (M + H) + ; 

(IM2 3 3) N — [3- (2-7 5y-5 1 7y-;U-4-'r;U) - (2- 
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HS£0»J1 56T^b*lfcN- (3-7-bf-;i/7i-;U) - (2 P P- 5 h P 7 
Hi!/) *;UtH4t^5 K (1 . 91 g> 6. Ommo I ) , =fir*7\s7 (0. 9 1 g. 1 
2mmo I) ft 6 ICS* (1. 52 g> 6. Ommo I) £®fflLTs ##0lj2|r|B® 
Lfc^&lCftlV 8K3ft1b&1fe (2. 06g, JR$9 1%) £ftfc. 
5 'H NMR(DMS0-d 6 , 400MHz) : <5 7.01 (1H, s). 7.40 (1H, t, J=7.9Hz), 7.53 - 7.58 (2H. 
m), 7.90 (1H, d), 8.19 (1H. t, J= 1. 7 Hz), 8. 35 (1H. dd. J= 8. 8, 2.7 Hz). 8.47 (1H, 
d, J= 2.7 Hz). 10. 77 (1H. s) ; 
MS (FAB) m/z: 375 (H + H)*; 

10 (HM92 3 4) N — [4- (3-ter t -7 t>* { si3)\s7\t=.)\,7S, J 7i-/l/) ^7 

7-;u-2— ou] - (2-£nn-5-= hn?x-;u) *;utK+-9-5 K 

(23 4a) 2 -7 5 / - 4- (3- t e r t - 7 h*v* A^-JUT 5 / ^ 

77— ;u 

2-75/- (3-75/7i-;U) ^77-^ (1. 43g s 7. 4 7mmo I) % 
15 (3 OmL) ftbXflZ t e r t -3 h^bilftyW&ftM (1 • 80g, 8. 

24mmo I) ^ffifflLT, HM>J1 9 0 a |=E*Lfc#aiCfl£l\ ftlBiftlb&tt (2. 
10g, J(X$9 7%) £$fc. 

'H NMR(DMS0-d 6 , 400HHz) : <5 6. 86 (1H. s). 7.03 (2H. s). 7.18-7.26 (2H. m). 7.36 
-7.38 (1H. m). 8.01 (1H, s). 9.33 (1H. s) ; 
20 (23 4b) N- [4- (3- t e r t-?h+y*i^-^75^7i-^) ^77- 

;i/-2-^;u] - (2— i7PP-5-^hP7i-;u) *;utH^5 K 

S*IM!23 4 BT?«J6Lfc2-7§y-- 4- (3- t e r t - 7 h*'>*;U#-iU7 5 
/7iz;t) ?TV—Jl> (O. 2 9g, 1. Ommo I) s DMA (5mL) &ibWz2 
-^PP-5--hPSE^it^P'J K (0. 26 g< 1. 2mmol)^ffflLt.H 
25 »«2lcE«Lfc*a(C(i£l\ *|S3ft<b£tt (0. 4 5g, 1|X$9 5%) £*#fc 0 

'H NMR(DMS0-d 6 , 400MHz) : 8 7.26 - 7.33 (2H. m). 7.51 (1H. dd. J= 1.7. 6.8 Hz). 
7.65 (1H. s). 7.91 (1H. d. J=.8.8Hz). 8.22 (1H. s). 8.37 (1H. dd. J= 8. 8. 2.7 Hz). 
8.60 (1H. d, J= 2.7 Hz), 9.43 (1H.. s) ; 

MS (FAB) m/z: 475 (M + H)*; 
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(HM0IJ2 3 5) N- [4- [4- (Ns N-^> * yX)^-J^75. J ) 7 

- (2— 57PP-5--hP7i-;i/) *;i/7K+-y-5 K 

9 [4- (4-75^71-;!/) - (2-^PP 

5 -5--hP7i-W *;U7f?+"9-5 h* (0. 37g, 1 . Ommo I ) 0THF (1 0 
ml_) i§iSl:h'Jxfil,7 5> (0. 5 5mU 4. Ommo I ) fc&t£IO £ >/UUt(\— 
;U^P'JK (0. 1 7mL» 2. 2mmo I) $*Px3B#P B 1ii^Lfc 0 SJS^lCtSffitafa 
MW*6!&WcBKi^;i,*ftijLill#|Hai*Lfca, Itlfcx^KcTtttB Lfc c ttfcHLfc 

fltSSU flltBiMft^tt (0. 4 4m g> JJS^8 3%) *»fc. 
'H NMR (DMS0-d 6 , 400MHz) : 6 3.56 (6H, s), 7.60 (2H. d. J=8.4 Hz), 7.78 (2H, d. 
J= 8.8 Hz), 7.78 (2H, d, J= 8.4 Hz), 7.84 (2H, d, J= 8.8 Hz), 7.92 (1H, d, J= 8.8 
Hz), 8.38 (1H. dd, J=8.8, 2.7 Hz), 8.50 (1H. d, J=2.7Hz), 10.86 (1H, s) ; 
15 MS (FAB) m/z: 524 (M + H) + ; 

(§lif50i23 6) N — [4- [4- U ?Jl>7 5 J ttii)\,ifs-)\,T 5 J ) 7 

- (2-?pp-5--hP7i-jH K 

9 2T?MiiLfcN- [4- (4-75> 7x~;U) 7i-Jl/] - (2-£PP 
20 -5--HP^xn;U) *;i/7t?Jp-9-5 K (0. 3 7g, 1. Ommo I) ffiTHF (5m 
L) mffiZ* =f-)\,ttj V *>7*— h (O. 1 8g, 2. 5mmo I) -HfcUft 

Ltzo fil6iftfc>^y-;u (o. 2mi_) ^*nx.> -BIHHfclcjWBLfc. S^fr* (1 0 

mL) 4byiCA^> (5mL) £J)Q*Jt#gL *ftti LfcHtt£*lfc 8*U «IB1 
6<Hb£-$l (0 4 2 g N J|X$ 9 6 %) £#fc 0 
25 'H NMR(DHS0-d 6 , 400MHz) : 5 7. 33 (2H, d, J=8.5Hz), 7.49 (2H. d, J=8.5Hz), 7.54 
(2H, d, J=8.7Hz), 7.65 (2H, d, J=8.7Hz), 7.76 (1H, d, J=8.8Hz), 8.21 (1H. dd. 
J=8.8, 2.8 Hz), 8.34 (1H, d, J=2.8Hz), 9.52 (1H. bs), 10.79 (1H, s) ; 
MS (FAB) m/z: 440 ( M )*; 
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(HJi0!l23 7) N — [4- (2, 2, 2 - h 'J 37^*P- 1 - t KP*^- 1 - h M 7 

ju^p^u-x^u) - (2-^pp-5--ho^i -;u) *^U7t?+-y-5 

K 

4- (2, 2, 2- h'J7;u^-p-i -t KP+i'-i - Mj^ji^ny^u-xg^u) 

5 T-'J > (0. 44 g> 1 . 6 9mmo I ) , DMA (5mL) fcbtftC2 5 
--HPSHWi^nM K (0. 4 1 g> 1. 8 6 mm o I ) LT» HftftUfzE 

«Lfc*3»l=ttl\ mt&B&it&m (0. 6 2g, JjR$8 2%) *fffc„ 

'H NMR(DHS0-d 6 , 400MHz) : 5 5.43 (1H, bs), 7.69 (2H, d, J=8.7Hz), 7.84 (2H, d, 
J=8.7Hz). 7.91 (1H, d. J=8.8Hz). 8.36 (1H, dd. J= 8. 8, 2. 7 Hz), 8.50 (1H, d. J= 
10 2.7 Hz), 10.94 (1H. s) ; 

MS (FAB) m/z: 443 (M + H)*; .7 

(HJI501J2 3 8) N — [4- (1-th'n^>If;D 7x-/U] - (2-£PP-5- 

15 HJfi0lJ1 5 5T?fijftLfcN- (4-7-tr^U7i=.;i/) - (2 -<? P P- 5 -•=. h P 7 
x-^) *;UtK^t-H-= h* (O. 3 2 g. 1 . Ommo I ) (DTH FtK (9 : 1 v/v. 
5mL) iZfrmit*^mi-h')OJ± (0. 0 4 g s 1. Ommo I) £1X1 
mnLtzo KJC5Slc|fi|x^;ujB:6u:jrfi»tt«MW**llljl» afcttttLfco tttHLfc 

20 ^>*HnA, BttSatflMMftU 4IISgttMb64fe (0. 2 4g. J|X$7 6%) 

'H NMR (DMSO-d e , 400MHz) : <5 1.31 (3H. d, J=6.4Hz), 4.67 - 4.73 (1H, m). 5. 13 (1H. 
d, J=4.7Hz), 7.33 (2H, d. J=8.5Hz), 7.63 (2H, d, J=8.5Hz). 7.89 (1H, d, J= 8. 8 
Hz). 8.34 (1H, dd. J= 8.8. 2.8 Hz). 8.44 (1H. d. J= 2. 8 Hz). 10.65 (1H. s) ; 
MS (FAB) m/z: 321 (M + H)*; 

25 

(HSS01J23 9) N- [3- (1-th'P*«>IfJH 7x-;U] - (2-^7 PP-5- 

Hj&01Jl 5 6T*iSiiLf=N- (3-7-fe^;U7i^;0 - (2-^PO-5--hD7 

Ommo I) * THF^K (9 "I v/v N 5 
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mL) fcbtflC7kffHt*'79l!t-h I J't7A (0. 04g, 1. Ommo I) £&fflLT, H 
*«2 3 8t|B«Lfc*aiCflei\ flnSSttlbfttt (0. 2 4g s W7 4%) £#fc 0 

R, 0.00 (Hexane: Ethyl acetate, 9:1. v/v) ; 
• 'H NMR(DMS0-d 8 , 400HHz) : <5 1.31 (3H, d, J=6.4Hz), 4.66 - 4.73 (1H, nO. 5.18 (1H, 
5 d. J= 4.1 Hz). 7.09 (1H. d, J= 7.7 Hz), 7.29 (1H, t. J= 7.7 Hz), 7.54 - 7.57 (1H, 
m), 7.70 (1H, bs), 7.87 (1H, dd, J=8.8Hz). 8.32 (1H, dd, J= 8. 8. 2.7 Hz). 8.43 (1H, 
d. J= 2.7 Hz). 10. 67 (1H, s) ; 
MS (FAB) ra/z: 320 ( M ) + ; 

10 240) N— [4— (5, 7, 7, 10, 1 0-^^f;l/-7, 8, 9, 1 

0-fh7th'P-5H-5, 1 Z-VT+f-^V [4, 5]»>^P^^ [1, 2- 

b] -fptisy-i 2--r;u) - (2-^pp-5--hn7i-ji/) 

(240a) 4- (5, 7, 7, 1 0, 1 0-K>$ ^ 7 , 8, 9, 1 0-fh7 

15 th'0-5H-5, 1 3-i;7-tF-K>7 [4, 5] S^P'N.?* [1 , 2-b]^:?* 
2— Ol/) T-'J> 

4- (5, 7, 7, 10, 1 0-/<>^f;i,-7, 8, 9, 10-f h7th'0-5 
H-5, 1 3-557-y»-/<>7 [4, 5] P/\?* [1 , 2-b] t7^>-1 2 
-*OU) SUM (0. 9 7g, 2. 2 1 mmo I ) » t e r t --}?)\,7 }\,Zi-)\, (1 
20 OmL) , DPPA (0. 59mL, 2. 74mmo I) fccfclK h 'J X?^U7 5 1> (0. 
38mU 2. 74 mm o I) ft* 4- (5, 7, 7, 10, 1 0 

8, 9, 1 0-f h7t KP-5H-5, 1 3 - S?7if- */ C 4 , 5]*> 
^7p/s^[1, 2-b] t7$l/>-12 — OIO 7-V XDBOCft (0. 59g, 
1. 1 5mmo l).^4N-*fc**-i?tW (2mL) tftfflU SIMM 8 8 Icffi 
25 «L*:*ftfi:ttL\ fflBgKMb£«90ttifctt (0. 5 0g) £f#fc 0 ff&^ttKtt^tt 

HfEiffHtS^ (o. 4 1 gs J|Rm8 7%) «a«ftK4:L"C1»fco 

'H NMR(DHS0-d 6 , 400MHz) : <5 1.05 (3H, s), 1.17 (3H, a). 1.25 (3H, a). 1.29 (3H. 
s), 1.60 - 1.65 (4H. m), 3.16 (3H, s), 5.67 (2H. s), 6.57 (2H. d, J=8.7Hz). 6.96 
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(1H, s). 6.99-7.10 (4H, m) , 7.01 (1H, s), 7.42 (2H, d. J= 8.7) ; 
(240b) N- [4- (5, 7, 7, 10, 1 0-^>^f;i/-7, 8, 9, 10- 
f h7t KP-5H-5, 13-y7f-^V[4, 5] i/$P^7* [1, 2-b] 

5 5 K 

H^j2 4 0a1;-iI^L7i4- (5, 7, 7, 10, 1 0-^>^fil/-7, 8, 9, 
1 0— r h7t KO-5H-5, 1 3 -S?7lf— *:>l/ [4, 5 ] P's?* [ 1 , 2 
-b] 7^"7^ U>-1 2--OU) 7-'J> (0. 41 g, 1 . OOmmo I ) , DMA (5 
mL) *f>t;i=2-^PP-5-^hP$S#K^PU K (0. 25g. 1. 13mmo 

io d t«fflLT» nmM2\ztinuz-ft%\zfei\ mmits® (o. 4 5 g> n$7 
6%) $mzo 

'H NMR(DHS0-d 6 , 400MHz) : d 1.04 (3H, s). 1.16 (3H, s), 1.26 (3H, s) , 1.31 (3H. 
s) , 1.57 - 1.66 (4H, m) . 3.21 (3H, s) , 6.95 (1H, s) , 7.06 (1H, s), 7.06-7.19 
(4H. m). 7.73 (2H, d, J= 8. 8 Hz). 7.82 (2H, d, J=8.8Hz). 7.91 (1 H. d, J=8.8Hz), 
15 8.36 (1H, dd. J= 8.8, 2.7 Hz), 8.54 (1H, d. J= 2. 7 Hz), 10.96 (1 H. s) ; 
MS (FAB) m/z: 593 (M + H) + , 592 ( M )*; 

(SU6«2'4 1) N- [4- (4-75/7x3) ^77—^—2-^ )U] - (2-£ 

□ p-5--hQ7i-ib) K 

20 ftSSflfll 9 OT'^iiLfcN- [4- (4-t e r t h^>*)U7K-;U75 / 

;u) ?7 % S— ;u-2-^;u] - (2-^ap-5--ha7i-ji/) aiUtfWS h* (o. 

3 6 g, 0. 7 5mmo I ) % t&it*Tl>y (1 OmL) , 7— V— (0. 1mL)§ 
6tKI=K'j7;^P^ (ImL) £@fflL"C §IJ60>J1 9 2(=E«Lfc*aS(=«l\ S 
EiHMMMJS (0. 24 g> J|X$8 6%) £^#fc 0 
25 'H NMR(DMSO-d 6 , 400HHz) : <5 5.26- 5.27 (2H, m), 6.59 (2H. d, ^=8. 6 Hz), 7.34 (1H, 
s), 7.59. (2H, d, J=8.6Hz), 7.90 (1H. d, J=8.9Hz), 8.37 (1H, dd, J= 8. 9, 2.8 Hz). 
8.58 (1H, d, J= 2.8 Hz) ; 
MS (FAB) m/z: 375 (M + H)*; 
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(Hfi&ftl 2 4 2) N — [4- [4- (Z>JL-)\,7$; ±)\,tS-)\,7ZJ) 7i 

- (2— S7QP-5--ha7i-ji/) *;i/7K+-9-5 h* 

HJfe^T [4- (4-75;7i-JI/) - (2— 57PP 

-5-- KP^x-JU) K (0. 3 7 g, 1 .' Ommo I ) „ THF (5m 

5 L) Ui?XflZ7x-)\,J 7*>7*-h (0. 13mL, 1. 2mmo I) £®fflLT» H 

*«2 3 6icis«Lfc*ft(cfl6i\ aesftibaft <o. 45 gs 11*93%) sat. 

'H NMR(DMSO-d e> 400MHz) : 5 6. 98 (1H, t. J=7.7Hz), 7.29 (2H, d, J=7.7Hz), 7.47 
(2H, d, J= 7.7 Hz), 7.55 (2H, d, J= 8. 3 Hz), 7.62 (2H, d, J= 8.4 Hz), 7.67 (2H, d, 
J= 8.4 Hz), 7.78 (2H. d, J= 8.3 Hz), 7.91 (1H, d, J= 8.8 Hz), 7.35 (1H, d. J= 8.8 
10 Hz), 8.49 (1H. bs), 8.69 (1H, s), 8.77 (1H, s), 10.78 (1H, s) ; 
MS (FAB) m/z: 487 (M + H)*; 

(Hifi®|2 4 3) N — [4- [4- (7 5;*;U7f<-;U75/) 7i-iW 7i-W - 

(2-^pp-5--hP7x^u) *;u^+-y-5K 

15 SIMM 9 2T?8iil>fcN- [4- (4-75;7i-JI/) - (2-£PP 

'-5--hC7i-Jl/) *;U7K*-y*S K (0. 37g v 1. Ommo I) , THF (5m 
L) JSfetflCh'J^^Ui/'J^-f Vi/7*-h (0. 1 6mU 1. 2mmol)*ttffl 
LT> Sttfc«2 3 6|C|B«Lfc»&|Cttl\ *EgtiHb*ttl (0. 3 7g, J|X$9 0%) 

20 'H NMR(DMS0-d 6 , 40011Hz) : 6 5. 87 (1H, s), 7.48 (2H, d, J= 8. 8 Hz), 7.55 (2H. d, 
J=8.8Hz). 7.64 (2H, d, J=8.7Hz), 7.76 (2H, d, J=8.7Hz), 7.91 (1H, d, J=8.8 
Hz), 8.35 (1H, dd, J= 8. 8, 2.8 Hz). 8.48 (1H, d, J=2.8Hz). 8.61 (1H, s), 10.77 (1H. 
s) ; 

MS (FAB) m/z: 411 (M + H)*; 

25 

(HS60«2 4 4) N- [4- [4- (X h^>*^-;U7 5^*)l/^-;U75y) 7i 

^IfiEflJl 9 2-eaSLfcN- [4- (4-7?/7i-Jl) - ( 2 —*? P P 

-5--h0 7i-Jl/) K (0. 3 7 g s 1 . Ommo I ) » THF (5m 
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L) fcfctflCX hf-i/ilJltf-JM V»>7*— h (0. 1 2mU 1. 2mmo I) 
fflLT, S*«2 3 6l=IB«Lfc*ai=«et\ ffiGSffHbM (0. 47g, J|X$9 7%) 

'H NMR(DMS0-d 8 , 400MHz) : <5 1.14 (3H. t, J= 7. 1 Hz), 4.20 (2H, q, J= 7. 1 Hz), 7.60 
5 (2H. d, J=8.8Hz), 7.65 (2H. d. J=8.8Hz), 7.68 (2H. d, J=8.7Hz). 7.79 (2H. d, 
J=8.7Hz), 7.91 (1H. d, ^8.8 Hz), 8.35 (1H. dd, J= 8. 8, 2.8 Hz), 8.49 (1H, d. J= 
2.8 Hz). 9.93 (1H, s). 10.38 (1H, s), 10.79 (1H, s) ; 

MS (FAB) m/z: 483 (M + H)*; 483 (M + H) + ; 

10 (0HH552 4 5) N — [4 — [4- [ (3-7^P7i-W 75</ft*;t/H-il7 

HJfi^l 92-e^3iLTtN- [4- (4 -7 5 / 7I-./U) - (2-^PP 

-5--hP7i-JI/) K (0. 3 7g, 1 . Ommo I ) * THF (5m 

L) &£tf|C3 -7;l,tP7i-M y*>7*— h (0. 1 5mL, 1. 2mmo I) £ 
15 ttffiLT* S8ft«|2 3 6fCE«Lfc*3*lCttt\ ff|BittHb£fll(0. 4 9 g. i|X?9 5%) 

'H NMR(DMS0-d 6 . 400MHz) : 5 6.92 - 6.98 (1H. m). 7.28 (1H. d, ^=8.1 Hz), 7.34- 
7.40 (1H, m), 7.58 (1H, d. J=8.4Hz), 7.59 (1H, s), 7.67 (2H, d, J=8.7Hz), 7.71 
(2H, d. J=8.7Hz), 7.80 (2H, d, J=8.7Hz). 7.91 (1H, d, J=8.8Hz), 8.36 (1H. dd, 
20 J=8.8. 2.8 Hz), 8.49 (1H, d, J=2.8Hz), 10.01 (1H,- s), 10.81 (1H. s) ; 
MS (FAB) m/z: 521 (M + H)*; 

(HSfe0H246) N — [4- (4-lhP^i-iH f7 , /-il/-2-'f;W - (2-£ 
pp — 5 — |-P37i— ;u) ^ii/t'+^S K 
25 2-75/ -4- (4-nhP7x-;U) =f-7"J— )\, (0. 4 0 g, 1 . 8 2mmo I ) * 
DMA (5mL) & b (C 2 R P - 5 HP£B#&^P 'J K (0. 47g. 2. 
1 3mmo I) £<$fflLT> *tt«2fC|BRLfc»»lCttl\ 4IGlft1b*1fe (0. 7 1 
g> HR$9 6%) $mtza 
'H NMR(DMS0-d 6 , 40011Hz) : 6 7.91 (1H, d. J=8.8Hz), 8.12 (1H, bs). 8.20 (2H, d, 
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J=9.0Hz), 8.32 (2H, d. J= 9.0 Hz). 8.37 (1H, dd, J=8.8, 2.7 Hz). 8.62 (1H r d, J= 
2. 7 Hz) ; 
MS (FAB) m/z: 405 (M + H) + ; 

5 (H!£0>J247) N— [4-[4- [ (3-^ h+'>7i-;i.) 7 5/ fUlTfs-J^T Z /] 

£tt0M 9 2T?8Jj6U":N- [4- (4-75^71^) - (2-£PP 

-5-^ hP7i-W *;M?4M*-3 K (0. 37g 4 1 . Ommol), TH F (5m 
L) ft&tflC3-> ^5/3xn;U-f V5/7*— h (0. 18mL, 1. 2mmo I ) £ 
10 ttfflLT, SttW2 3 6|Cl5«Lfc73ac«6l\«IBiMfc^1jl(0. 5 0g,JR^97%) 

'H NMR(DMSO-d e , 400MHz) : 6 3.74 (3H, s), 6.55 - 6.58 (1H, m), 6.93 - 6.96 (1H, 
m), 7.16-7.21 (2H. m), 7.54 (2H, d. J=8.7Hz), 7.61 (1H, d, J=8.7Hz). 7.67 (2H, 
d, J=8.7Hz), 7.78 (2H, d, J=8.7Hz), 7.91 (1H, d, J=8.8Hz), 8.35 (1 H, dd, J= 
15 8.8. 2.8 Hz), 8.49 (1H. d. J=2.8Hz), 8.71 (1H. s), 8.76 (1H, s), 10.78 (1H, s) ; 

MS (FAB) m/z: 517 (M + H) + ; 

(SIIM92 4 8) N- [4- [4- i^yi>)^7 5.y±)l7n-)\,7ZJ) 7i 
- (2-^PP-5-_ hP^x-jU) ±)l7fs^3. K 
20 HJI&0IJ1 9 2T*^igLfcN- [4- (4-75/7i-il/) 7i~;H - (2-^PP 
-5--h07iz;i) ^U/fcHfS h* (0. 37g, 1. Ommol), THF (5m 
L) fc^tflC^:/-^^ y*>7*-b (0. 1 5mL, 1. 2mmo I) ^fflLT, H 
S5^J2 3 6IC|Bi£Lfc73S[C^tN s &gEltt<b£ft (0. 4 9g, i|R^9 8%) £fcfc. 
'H NMR(DMSO-d B , 400MHz) : <5 4.32 (2H. d. J=5.8Hz), 6.65 (1H, t. J=5.8Hz). 7.23 
25 - 7.27 (1H, m). 7.32 - 7.37 (4H. m), 7.50 (2H, d, J=8.7Hz). 7.56 (2H. d. J= 8. 7 
Hz), 7.65 (2H. d. J=8.7Hz), 7.76 (2H, d, J= 8.7 Hz), 7.91 (1H, d, J=8.8Hz), 8.35 
(1H, dd. J=8.8, 2.7 Hz), 8.48 (1H. d, J=2.7Hz). 8.67 (1H. s). 10.76 (1H. s) ; 
MS (FAB) m/z: 501 (M + H)*; 
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(HJfc#)2 4 9) N-[4- [4- [ (2, 4-i?7^tP7i-M 75 / *;UtK=;U7 

HJSfcflfll .9 21?i{itL^N- [4- (4-75/7i-;i/) 7i-;i/] - (2-£PP 
-5--ha7i-W K(0. 3 7g, 1. Ommol), THF (5m 

5 L) t£t}X$\Z2, 4-i?7;U^-P7i-;U'fVi/7*-h (0. 19g s 1. 2mmol). 
£<£fflLT* *ttW2 3 6lcE«Lfc*Stl=ttt\ meBlHHb^ (O. 50g, «*9 

6%) &mtz 0 

*H NMR(DMS0-d 6 , 400MHz) : 6 7.00 - 7.06 (1H, nO. 7.29 (1H, ddd, J= 11.4, 8.9. 2.7 
Hz), 7.51 (2H. d, J=8.7Hz), 7.60 (2H, d, J=8.7Hz), 7.65 (2H, d, J=8.7Hz), 7.75 
10 (2H, d, J= 8.7 Hz), 8.04 - 8.12 (1H, m), 8.32 (1H, dd, J= 8.8. 2:7 Hz). 8.46 (1H. 
d, J=2.7Hz) . 8.51 (1H, s), 9.10 (1H, bs), 10.75 (1H, s) ; 

MS (FAB) m/z: 523 (M + H)*; 

(HJi01J2 5O) N — [4- [4- (K>»/-T ;i/75-/^*;U7t?=;U7 5 S) 7I-JI/] 
15 7i-W - (2-^PP-5--ha7i-Jb) *;M*4F-tf-5 K 

HJfcflM 9 2-CKifiLfcN- [4- (4-75/^i-;U) 7i-;W - (2-^PP 
-5--hP7i-Jb) K (0. 37g, 1. Ommol), THF (5m 

L) ft&WcK^y-f^-rvS/y^-K (0. 1 6mL s 1. 2mmo I) tftfflLT, 
HM02 3 6l=E«Lfc*Si(Cfi£L\ ffiEiKHb&gl (0. 5 1 g» J|X^9 6%) £fcfc„ 
20 'H NMR(DMSO-d e , 400MHz) : 5 7. 56 (2H, t, J=7.5Hz), 7.68 (1H. t, J=7.5Hz). 7.74 
- 7.76 (4H, nO. 7.81 - 7.83 (4H, m), 7.92 (1H, d, J= 8.8 Hz), 8.00 (2H. d, J= 7.5 
Hz), 8.36 (1H. dd. J= 8. 8, 2.8 Hz), 8.50 (1H, d. J=2.8Hz), 10.83 (1H. s). 11.60 
(1H, s) ; 
MS (FAB) m/z: 531 (M + H)*; 

25 

(Hifc#l25i) n — [4- [4- (ih**>*;u#-;u7sy*:fr*;U7K=;b7S,/) 

7I-M 7iZ]L] - (2-^/PP-5--hP7i-iO ±)U7t?*-H-5 K 

92T?fiifiLfcN- [4- (4-75/7i-^) 7i-,IU] - (2-^PP 
-5-—bayjL-)l) *JU/Kdr-9-5 K (0. 3 7 g, 1 . Ommo I ) '» THF (5m 
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L) fcbtflCX h + */*;U7|?^;H'V5 l *S/7*— h (0. 1 4mL, 1. 2mmo I) 
Z&mLXs *««2 3 6l=S5«Lfc*J6rcffit\ WEIWfc** (0. 4 8g, 4X3*9 

6%) zmtzo 

'H NMR(DMS0-d 6 . 400MHz) : 5 1.27 (3H. t. J= 7. 1 Hz), 4.23 (2H, q, J= 7. 1 Hz). 7.71 
5 (4H, s). 7.73 (2H. d, J= 8. 8 Hz), 7.81 (2H, d, J=8.8Hz). 7.91 (1H, d. J=8.8Hz). 
8.36 (1H, dd. J=8.8, 2.7 Hz), 8.50 (1H. d. J=2.7Hz), 10.82 (1H, s). 11.29 (1H, 
s). 11.61 (1H. s) ; 

MS (FAB) m/z: 499 (H + H) + ; 

10 (mmmZ52) N- [4- [4- (7i^75/ftA^-il'75/) 

Jtttftl 9 2T*«itL£N- [4- (4-73;7i-JI/) 7x=JU] - (2-^DO 
-5--hP7i-W *;U7S#-b-S K (0. 3 7 g v 1 . Omm o I), THF (5m 
L) iZhTSiZJji-m V¥t*s7*— h (0. 24mL, 2. Ommo I) *ttfflLT* 
15 £flE0"j2 3 6(CB«Lfc£3c(Cttl\ SMBlWft** (0. 4 5 g, J|R$8 9%) 

'H NMR(DMSO-d 6 , 400MHz) : 5 7. 14 (1H, t. J=7.4Hz), 7.35 (2H, t. J=7.9Hz), 7.49 
- 7.53 (2H, m), 7.57 - 7.61 (2H, m), 7,66 (2H, d, J= 8. 7 Hz). 7.70 (2H. d. J= 8.7 
Hz), 7.80 (2H, d, J=8.7Hz), 7.91 (1H, d, J=8.8Hz), 8.35 (1H. dd, J= 8. 8. 2. 7 Hz). 
8.49 (1H, d, J=2.7Hz), 9.84 (1H, s), 9.89 (1H, bs), 10.81 (1H, s) ; 
20 MS (FAB) m/z: 503 (M + H) + ; 

(HM92 5 3) N- [4- (3-75^ 71-71/) ?TV-J\'-2-<(M ~ (2~<7 

5S!M!2 3 4-Cfi&LfcN- [4- (3 - t e r t h^^U/H-JUT 5 / 7i- 

25 ;u) T7V-)i-2-<oi] - (2-^nn-5-^hn7i-;u) A;u?l?4MJ-5 K (o. 

2 0g. O. 4 3 mm o I ) * i&iktJ-ls^ (5 m L) , T-V—fr (0. 0 5mL) 

@Wfb^ (0. 1 2g, J|R*7 8 96) ^#fco 
'H NMR(DMS0-d 6 , 400MHz) : 5 5. 15 (2H. bs), 6.52 - 6.55 (1H. m). 7.06 (1H. s). 7.06 
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-7.12 (2H, m). 7.54 (1H. s). 7.91 (1H. d, J=8.9Hz), 8.37 (1H. dd. J=8.9, 2.8 Hz), 
8. 59 (1H. d, J= 2. 8 Hz) ; 
MS (FAB) m/z: 375 (M + H)*; 374 ( M )*; 

5 (Hififfi|254) N- [4- [4- (2-^HP7i-;U7 5>'*;U7f?-;i/7 5>') ?x 
-)\,~\ 7I-JH- (2-^PP-5--hn7i-W Ail//|?++f5 K 

HJ!fc#Jl 921?MiiL/=N- [4- (4-75/7I-JI-) - (2--J7PO 

-5--hQ7i-JI/) ±;MWp-*J-£ K (0. 3 7g, 1 . Omm o I ) , TH F (5m 
L) ftbtflC2-n hP7i-WVv7^- h (0. 20g, 1. 2mmol)^l 
10 LT, £16012 3 6|C|B»Lfc^ai^l\ *IBl«<b*«l (0., 4 8 g, JlZ$9 0%) 

'H NMR(DMSO-d e , 400MHz) : <5 7.20 - 7.25 (1H, m), 7.59 (2H, d, J=8.8Hz), 7.65 (2H, 
d, J=8.8Hz). 7.69 (2H. d, J=8.8Hz), 7.70 - 7.74 (1H, m). 7.79 (2H. d, J=8.8Hz), 
7.91 (1H. d, J=8.8Hz). 8.11 (1H, dd, J=8.4, 1.5 Hz), 8.32 (1H. dd, J= 8.4. 1.5 
15 Hz), 8.35 (1H, dd, J= 8. 8, 2.8 Hz), 8.49 (1H. d, J=2.8Hz). 9.64 (1H, bs), 9.95 (1H, 
bs) ; 

MS (FAB) m/z: 532 (M + H) + ; 

(SIJife0lJ2 5 5) N- [4- (2-75/-f7 , ;-;i/-4-'fiU) - (2- 

20 {7PP-5--hP7i-il/) ^uutI^+j-s h* 

5 (4-74r^;u^i-;u) - (2- 57PO-5--hP7 

i-;U) ijJ^^Z K (4; 7 8 g, 15. Ommo I ) , ?t<5 \sT (0. 9 1 g, 
12mmol) §bWwM(1. 5 2g % 6. 0 mm o I ) £<$ffl LT, ###J2 {C|2 

*Lfc*at(citi\.«iaawfc*«! o. 49 g , ifcsp6 2%) $#fc 0 " 

25 'H NMR(DMS0-d 6 , 400MHz) : <5 6. 95 (1H, s), 7.04 (2H, bs). 7.70 (2H, d. J=8.7Hz), 
7.80 (2H, d, J=8. 7 Hz). 7.90 (1H. d, J=8.8Hz), 8.34 (1H, dd, J=8.8, 2. 7 Hz). 8.48 
(1H, d, ^2.7 Hz), 10.75 (1H, s) ; 
MS (FAB) m/z: 375 (U + H)*; 
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(SI1&0J256) N — [4- [4- [ (e'J^>-3--f;U) 75/ f ^Ai^-^TS 

/] 7i-;H ^x-;u] - (2-^np-5--hP7i-ji.) 5 K 

92T*^iiLfcN- [4- (4-7?;7i-il) ^i-Jb] - 
-5--hP7i-^) AjMfcHfS K (0. 3 7 gs 1 . Omm o I ) , TH F (5 m 
5 L) 3ECbl5IC3-t°'Ji?- ( /U-l'V^i/7^-h (0. 16mg, 1. 2mmo I) 

'H NMR (DMS0-d 6 , 400MHz) : <5 7. 38 (1H, dd, J= 8. 5. 4.8 Hz), 7.58 (2H, d, J=8.6Hz), 
7.68 (2H. d. J= 8. 6 Hz). 7.71 (2H, d. J=8.7Hz). 7.80 (2H. d. J=8.7Hz). 7.91 (1H, 
10 d, J=8.9Hz), 7.96 - 7.98 (1H, m), 8.33 (1H, dd. J= 4. 8, 1.4 Hz), 8.36 (1H, dd, J= 
8.9, 2. 8 Hz), 8.49 (1H, d, J=2.8Hz), 8.63 (1H, d, J=2.4Hz), 9.92 (1H, bs), 10.11 
(1H, s). 10.81 (1H, s) ; 

MS (FAB) m/z: 504 (M + H) + ; 

15 (Hfi50fl257) N — [4- [ (tf' J^>-3-^;U) 75 / ^rt^/K-^S /] 7 
x-iU] - (2-<7PP- 5-^ hP7i-;i) h* 

H«50"J1 80T*^iiL7iN- (4-75;^i3) - (2-^PP-5--hP7i 
-M *;U/K+-y-5 K (0. 29g, 1. Ommo I) 4 THF (5mL) 4&tfl:3- 
hf"Ji?-;H'V? : ^-^7^-S (0. 1 6mg, 1. 2mmo I) &&BLXs H!£0!l2 

20 3 6IC|B«Ufc^lC^ s ^IBS^b^ (0. 3 9g. OT91%) ^fco 

'H NMR(DMS0-d 8 , 400MHz) : d 1.31 (1H, dd, J= 8. 1, 4.7 Hz). 7.46 (2H, d. J=8.6Hz), 
7.68 (2H, d. J= 8.6 Hz). 7.90 (1H. d, J= 8.8 Hz), 7.95 (1H. d. J= 7.9 Hz). 8.31 - 
8.36 (2H. m). 8.46 (1H. d, J= 2. 7 Hz), 8.61 (1H, d, J= 2. 1 Hz), 9.80 (1H, bs), 10.00 
(1H, s) . 10.74 OH, s) ; 

25 MS (FAB) m/z: 428 (H + H) + ; 

(HifE$J2 5 8) N — [4- [4- [ (tf'Ji;>-4— OU) 75/ft*i^-^75 

mmmi 9 2-c*M3£LfcN- [4- (4-7^71-^) - (2-^pp 
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-5--hP7i^) *Jl,t'W5 h' (0. 15g, O. 4 Omm o I ) » THF (5 
m'L) #!!,mz4-tft)is-)\,<< V=f-jri/7*—V (0. 06mg, 1. 2mmo I) £ 
GEELTs HmflfJ2 3 6ICl5tgLfc^[^L\ ^lBSW<b^(0. 1 9 g , JjX$ 9 4 %) 

5 'H NMR(DMS0-d 6 , 400MHz) : <5 7. 59 (2H. d, J=8.6Hz), 7.64 (2H. d. J=5.2H2), 7.68 
(2H. d. J= 8.6 Hz). 7.71 (2H, d, J= 8. 7 Hz), 7.80 (2H, d, J= 8. 7 Hz). 7.91 (1H. d, 
J=8.8Hz). 8.36 (1H, dd, J= 8. 8, 2. 7 Hz), 8.42 (2H. d, J=5.2Hz). 8.49 (1H, d. J= 
2.7 Hz), 10.23 (1H, bs), 10.81 (1H, s) ; 
MS (FAB) m/z: 504 (M + H) + ; 

10 

(^Jfi«lj2 5 9) N — [4- [ (bf'Jv>-4--r;iO 7SS?*i])lX-)l-7$.;] ~? 
x-;U] - (2-^PP-5--hP7i-W *;U/t?^r-H-5 K 

8 OT?^jiLfcN- (4-75;7i-M - ( 2->7 p P- 5 -- h □ 7i 
-ib) ilM'+tS F (O. 12 gl 0. 40mmo I ) » THF (5mL) £6lflC4 
15 -tf'Jv-;U-r Vftv7^-h (0. 06mg, 1. 2mmo I) ^ffifflLT, HffiSflll 
2 3 6|Ctg|£L7i^;£lC^l\ ^ISgW^b^ (0. 1 6g, JjRl£9 4%) £f#7c 0 

'H NMR (DMS0-d 6 , 400MHz) : 5 7. 47 (2H, d, J=8.8Hz), 7.64 (2H. d, J=6.0Hz), 7.69 
(2H, d, J=8.8Hz). 7.90 (1H, d, J=8.8Hz), 8.35 (1H, dd, J=8.8, 2. 8 Hz). 8.42 (2H. 
d. J=6.0Hz). 8.46 (1H. d. J= 2. 8 Hz), 10.11 (1H, s), 10.19 (1H. s). 10.75 (1H, s) ; 
20 MS (FAB) m/z: 428 (M + H) + ; 

(HJS01J2 6O) N- [ (6-t e r t - ? h*v*;M^U7 5 J ) K>'/f T 1 /-^ 
-2— OU] - (2-^PP-5-~ hP^x~;U) *;U7fc>r+J-5 K 

2-7^-6-1 er t -3? b*isj])l7$-)l,7 * S 0^7*/— )l> (4. 2 3 g % 
25 15. 9mmo I ) % DMA (40mL) & €>t/(C 2 P P- 5 - — hO^lf^P 
■J K (4. 2 1 g. 1 9. 1 mmo I ) £®FBLT, HSfiffH 2 ICfB® LfcSaiCttl*, & 
!5iW^% (6. 0 9g. 1|5UP8 5%) £#fc 0 

'H NMR(DMS0-d 6 , 400MHz) : <5 1.50 (9H. s). 7.43 (1H. dd. J= 8. 7. 2. 1 Hz). 7.66 (1H, 
d. J=8.7Hz), 7.90 (1H. d, J=8.9Hz), 8.18 (1H. bs). 8.37 (1H. dd. J=8.9, 2.7Hz). 
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8.62 (1H. d, J= 2. 7 Hz), 9.54 (1H, bs) ; 
MS (FAB) m/z: 449 (M + H) + ; 

(.nmM26 1 ) N — (Q-7*S *^J=f-7V~)\,-Z-<<}\,) - (2-£PP-5- 

5 =. hP7i=.;u) ±;utf*-y-5 K 

Hli^|2 6 0T*iS3tLfcN- [ (6-t e r t -7 |-4=-V*;UtK-;U75 / ) 
71/— ;u-2 — f;b] - (2-^7PP-5-- hn^i-;u) *,M?Jp+J-S h* (5. 46 
g, 12. 2mmol), 7-V-;i/ (ImL) fe<fct£ K U ~?)\*jruffi& (1 1mL) $ 

mmm-\ 9 2(ciB«Lf=73fti=ttt\aBBWfca*C4. i 4s,jir^9 7%) 

10 £*#fc 0 

'H NMR (DMS0-d e , 400MHz) : 6 7. 08 (1H, dd. J= 8. 6, 2.0 Hz). 7.55 (1H, bs). 7.68 (1H. 
d, J=8.6Hz). 7.92 (1H. d. J=8.9Hz), 8.39 (1H. dd, J= 8. 9, 2.7 Hz), 8.62 (1H, d, 
J= 2. 7 Hz) ; 

MS (FAB) m/z: 349 (M + H) + , 348 ( M ) + ; 

15 

(§U560!|26 2) N — [4- ( 4 - > $ >7JU*-/U7 5 ^ 7 x z:;U) ^77~;U-2- 

- (2-^PP-5--hP7i-;U) A^WS K 
56*«2 4 1 -eKitUfeN- [4- (4-75/7ir;i,) ^ 7 >j- }] ,- 2 - 
(2-<7PP-5~- KP^x-;U) ilH^Sh'lO. 50g, 1. 32mmol), 
20 y^>7.;i/7tx-;U^ P "J K (0. 11mL>1. 45mmo I ) , lf>JS?> (5mL)-* 
^fflLTs *»«2|C|B«Lfc*}SlCtitL\ aiBItfMbfrtt (0. 5 9g, i|X^9 9%) 

'H NMR(DMSO-d e , 400MHz) : <5 3. 03 (3H, s), 7.27 (2H. d, J= 8. 7 Hz), 7.69 (1H, s), 
7.89 (2H, d. J=8.7Hz), 7.91 (1H. d, J=8.9Hz), 8.38 (1H, dd, J=8.9, 2. 7 Hz), 8.60 
25 (1H, d, J= 2.7 Hz), 9.88 (1H, s) ; 
MS (FAB) m/z: 453 (H + H) + ; 

(Hit50ij2 6 3) N — [4- (4-7^^)17 s. J 7 ^7'/— ;i/-2 — OH - 
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Hjfc092 4 1 TfgiiLfcN- [4- (4-7U7i-^) TTV—fr- 2 -"OU] - 
(2-£PP-5-- hP7i-^) ±;U/1Mr+J-5 K (0. 33g, O. 88mmol) t 
l&itTttfr (0. 07mL, 0. 9 6mmo I ) » DMA (4mL) £fiiJll,"C% HfiS 

«2(cE«Lfc*aict£t\ aneitfrib£ft (o. 3 5 g . jix$9 6%) £Hfc 0 

5 'H NMR(DMS0-d 6l 400MHz) : 6 2.06 (3H, s), 7.64 (2H, d. J= 8.7 Hz), 7.84 (2H, d, 
J=8.7Hz), 8.37 (1H, dd, J= 8. 8. 2.8 Hz), 8.59 (1H, d, J=2.8Hz), 10.03 (1H. s) ; 
MS (FAB) m/z: 417 (M + H)*: 

(HJI092 6 4) N- [4- [ {A-TZJ ^7V>-1-^JH 7i_;U] 

10 - (2— 57PP-5--hP7x- < /U) *;U/H4r-9-5 K 

<£%011 3 3T?KJiLfcN- C4- ( tf >-i -- r;u) ?i-;u] - (2-?p 

P-5--ha7i-^) i]|l/t^;K'2i|iig(0. 24 g, 0. 65mmol), 
h'jy^US/'JjU-f V*>7*— h (0. 1 ImL. O. 7 8 mm o I K T H F (5m L) 
£<£fflLT, M«2 3 6|cE«Lfc*aiCt£l\ fflBSMfc&tt (O. 2 2g, JfcJpS 
15 4%) 

'H NMR(DMS0-d 8 , 400MHz) : 6 3. 05 (4H. m). 3.43 (4H, m,), 6.05 (2H, bs), 6. 98 (2H, 
d, J=8.4Hz), 7.56 (2H, d. J=8.4Hz). 7.88 (1H. d, J=8.8Hz), 8.33 (1H. d. J= 8. 8 
Hz), 8.41 (1H, s). 10.49 (1H. s)' ; 

MS (FAB) m/z: 000 (M + H) + ; 

20 

(S1MI2 6 5) N- [4- (2-7-tz5 1 ;UT5/-5 L 7'7-;U-4-'r;U) 

- (2— i7pp-5-^hP7i-;u) A;^5 K 

SHfi0!2 5 5-e8$tLfcN- C4- (2-75/-f7 , /-^-4-'T;i/) 7i-W 

- (2-^PO-5--F07i-JL) K (O. 19g t O. 5 Ommo I ) % 
25 Ttfi^D'JK (O. 0'4mU 0. 5 5 mm o I ) „ D M A ( 5 m L) LX. 

nmm2.izmmLttmz'&i\ mmsmt-swi (o. i 6 g , um7 8%) &mtz B 

'H NMR(DMS0-d 8 . 400MHz) : 5 2. 17 (3H. s). 7.54 (1H. s), 7.77 (2H. d, J=-8.7Hz). 
7.79 - 7.93 (3H. m). 8.35 (1H. dd. J= 8. 9, 2.8 Hz), 8.49 (1H, d. J= 2. 8 Hz). 10.81. 
(1H. s) ; 
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MS(FAB) m/z: 000 (M + H)*; 

(HM2 6 6) N — [3- (2-7-b5 i ^75y-5 1 7' t < /-;U-4-'f/l/) 7x=;U 

- (2-^PP-5--hP7i-^) *;U7|5+-9-5 K 

5 mmm2 3 3-zmikLtzH- [3- (2-7Sy-^7l/-^-4 — T;U) 7i-JW 

- (2-^PP-5--hD7i-/b) ^j;U7K^F-y-5 K (0. 1 2g» 0. 3 3mmo I ) » 
T-tZ^U^PMK (0. 0 3mL) , DMA (5mL) OTLts HilS<5>j2ICiBiiLfc 
73^IC^L\ JflSltfHb^tl (0. 1 Omg, ilR^7 0%) $fcfc„ 

'H NMR(DMSO-d e , 400MHz) : 8 2.17 (3H, s), 7.43 (1H, t. J=7.9Hz). 7.49 - 7.52 (1H, 
10 m), 7.56 (1H, s), 7.65 - 7.68 (1H, m), 7.91 (1H, d, J=8.8Hz). 8.35 (1H, dd, J= 8. 8. 

2.7 Hz), 8.41 - 8.42 (1H. m), 8.49 (1H. d. J= 2.7 Hz), 10.78 (1H, s) ; 
MS (FAB) m/z: 000 (M + H) + ; 

(HS50Q26 7) N — [4- (2-75/lf;i/) - (2 P P - 5 -- h 

15 P7x~;U) *;U7f^+f-5 K 

6 91?|#bHfcN- [4- (2-75;ifil/) 7i-lU - (2— ?PP- 
5-i:hP7i-;i,) ^;U/H^r-y-5 Ki£i£&0. 2*¥P^ (3. 74g, lOmmo I) 
£tfrfQSW* (20mL) , ;K (80mL) tH 'blMZ's**)-^ (1 OmL) $HZlJQ*. s 1 

20 0 5 g, 1R$9 6%) *f#fc. 

'H NMR(DMS0-d a , 400MHz) : 8 2. 63 - 2.70 (1H, m), 2.79 (27H, t, J= 7. 0 Hz), 3.12 

- 3.18 (1H, nO, 7.21 (2H, d, J= 8.4 Hz), 7.62 (2H. d, J= 8.4 Hz). 7.89 (1H, d, J= 

8.8 Hz), 8.33 (1H, dd. J= 8. 8, 2.7 Hz), 8.43 (1H, d, J= 2. 7 Hz), 10.65 (1H. s) ; 
MS (FAB) m/z: 320 (M + H) + ; 

25 

(HS60H2 6 8) N— [4- ( 2 - ? i -jiy 5 J £;U7f-;- /U7 5 J ifjb) - 

(2-^DP-5--hP7i-Jl) *;U7^++>-5 K 

H]10IJ2 6 7T?g£UbN- [4- (2-7 = ^X^;U) 7i-/l] - (2— £PP- 
5-zhP7i-iL.) *;U7fWF-9-5 h* (0. 3 2g, 1 . Ommo I ) , THF (5mL) 
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!S:btfl:7i-MVy7*-h (O. 1 3mL, 1. 2mmo I) £j£fflLT\ HtfifiH 
2 3 6(Cf5mLfc*jSIC^L\ IlieBltfHb^J (O. 35g, Jfc^7 9%) £#fc e 

'H NMR (DMS0-d 6> 400MHz) : 6 2.86 (2H, t, J=7.3Hz). 3.66-3.71 (2H, m). 6.88 (1H. 
t, J=7.3Hz), 7.21 (2H, t. J=8.3Hz). 7.37 (2H, d, J=7.7.Hz), 7.64 (2H, d, J= 8. 3 
5 Hz), 7.89 (1H, d, J=8.9Hz), 8.34 (1H, dd, J= 8.9.. 2. 7 Hz). 8.44 (1H. d, J= 2. 7 Hz) ). 
8.46 OH. s),. 10.66 (1H, s) ; 
MS (FAB) m/z: 439 (M + H)*; 

(HJ60IJ2 6 9) N— [4— ( 2 - 7 1 -yU7 5 J Jbtf-frT 5 / JL^JL) 
10 - (2-^PP-5--hP7iZJ|,) AM^HfS K 

HJ601J2 6 7-e|g3iLfcN- [4- (2-7S^X5 1 ;i/) - (2--J7PP- 

5-^hP7i-;U) K (0. 3 2g s 1. Ommol),, THF (Sm 

L) ft&lflr^i-^VS/T*.— h (0. 1 5mU 2. Ommo I) £&fflLT, H 
*«2 3 6|C|B«Lfc»aiCttl'\ flnBltiHb&tt (0. 3 5g, J|X^7 8%) £f#fc 0 
15 'H NMR (DMS0-d e , 400MHz) : 6 2. 87 (2H. t, J=7.3Hz). 3.70 - 3.72 (2H. m). 7.11 (1H. 
t. J= 6.2 Hz). 7.26 - 7.37 (6H. m). 7.66 (2H. d. J=8.4Hz). 7.72.(1H, bs). 7.90 (1H. 
d. J=8.8Hz), 8.35 (1H. dd. J= 8. 8. 2.8 Hz). 8.45 (1H, d, J=2.8Hz). 9.57 (1H. bs), 
.10.67 (1H. s) ; 

MS (FAB) m/z: 455 (M + H)*; 

20 

(§1:66002 7 0) N— [4- (2-75^ Ajl/^TS^lf^) - (Z-<7 

PP-5-rh07iz;i,) ^jL-T^Jp+h? K 

H!feff92 6 7T*i|jiLfcN- [4- (2-75yx*JU) 7i-JI/] - (2-^PP- 
5-- HPp'x-jU) *;U7H+-y-5 K (0. 32g, 1 . Ommo I ) v TH F (5mL) 
25 *bW:h'J^f;i'V , J;H'Vy7^-h (0. 1 6mU 1. 2mmol)^fflLr, 
Stt«2 3 6|=E«Lfc*S(C«6l\ AGSftlbM (O. 28g, JR$7 7%) ^fc 0 
'H NMR (DSJS0-d a , 400MHz) : 6 2. 65 (2H. t. J=7.2Hz). 3.16-3.22 (2H. m). 5.42 (2H. 
s). 5.89 (1H. t. J=5.5Hz), 7.21 (2H. d, J=8.3Hz). 7.62 (2H. d, J=8.3Hz). 7.89 
(1H. d. J=8.8Hz). 8.34 (1H. dd. J= 8. 8. 2.7 Hz). 8.44 (1H. d. J=2.7Hz). 10.63 
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(1H, s) ; 
MS (FAB) m/z: 363 (M + H) + ; 

5 - (2-^7 PP-5-- hP7x-JU) ±)lTf^V-^ h* 

mmmzGTX'M&LtcU- [4- (2-75yifJW ^i=M - (2-*nn- 

5--h07i-^) M'W5K(0. 32g, 1. Ommo I) » THF (5ml_) 
tS.i±X$\Z'<yV<< frj V*>7*— h (0. 1.6mL, 1. 2mmo I) ££JELT> ^Sfc 
«2 3 6l=E«Lfc*aUt6l\ aiElttft^ft (O. 40 B< ft* 8 4.%) $#fco 
10 'H NMR (DHSO-dj, 400MHz) : <5 2. 96 (2H, t, J= 7. 1 Hz), 3.83 - 3.89 (2H, m). 7.30 (2H, 
d, J= 8.4 Hz), 7.51 (2H, t, J= 7.7 Hz). 7.61 - 7.67 (3H, m), 7.87 - 7.93 (3H, m), 
8.33 (1H, dd, J=8.8, 2.8 Hz), 8.45 (1H, d, J=2.8Hz). 10.68 (1H, s). 10.93 (1H, 
s). 11.33 (1H, s); 
MS (FAB) m/z: 483 (M + H)*; 

15 

(JHMI2 7 2) n— [4— (2-xh+i/*;u^-;u75y^t*;u^-^7 5yx^;u) 

- (2-?PO-5--h07i-JI/) A;i"|MpU"5 K 
jUIS«2 6 7T»ttjftLfcN- [4- (2-75^1^) - (2-^PO- 

5-z>P7i-^ K (0. 32g, 1 . Ommo I ) , THF (5mL) 

20 fcbtflCX h+v^I^^-^-f V*>7*— K (0. 14mL, 1. 2mmol) 

T, M«2 3 6l=EttLfc*JilCttt\ «EB«Mb*» (0. 4 1 g» «Z$9 2%) * 

'H NMR(DMSO-d s , 400MHz) : <S 1.21 (3H, t, J= 7. 1 Hz), 2.89 (2H. t. J=7.2Hz). 3.76 
- 3.81 (2H, m). 4.14 (2H, q, J= 7.1 Hz), 7.26 (2H, d, J= 8.4 Hz), 7.64 (2H, d, J= 
25 8.4 Hz). 7.89 (1H, d, J=8.8Hz), 8.34 (1H, dd, J= 8. 8, 2.7 Hz), 8.45 (1H. d, J= 2. 7 
Hz), 9.91 (1H, bs), 10.67 (1H, s), 10.96 (1H, s) ; 

MS (FAB) m/z: 451 (M + H) + ; 

(*JMfl2 7 3) N- [4- [2- (bf'Jv>-3-^;U) 75 J ttilfrft-frT 5 / ) 
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x^;i/] - (2-i7PP-5--ha7i-JW A;i//W5 K 

nMm2 6 7T*M&.LtzU- [4- (2-75</IfM 7x=JU] - (2-$PP- 
5--hP7i-;U) *;U7f<4r+>-5 K (0 3 2g, 1. Ommol), THF (5mL) , 
3-tf'Ji?;H , V^v7^-f« (0. 1 6g. 1. 2mmo I) £&fflLT* HJtS0!|2 
5 3 6(=15|gLyi^lC^L\ MBS6*Hb£$l (0. 4 1 g. 11X^9 0%) £*§*:o 

'H NMR(DMSO-d e , 40011Hz) <5 2.87 (2H, t. J=7.3Hz), 3.66 - 3.77 (2H, m). 7.27 (2H. 
d, J=8.3Hz), 7.36 (1H, dd. J= 8. 1, 4. 7 Hz). 7.65 (2H, d. J= 8. 3 Hz), 7.89 (1H, d. 
J=8.8Hz), 7.91 -7.98 (2H, m). 8.30 (1H. d, J=4.7Hz), 8.34 (1H, dd. J=8.8. 2.7 
Hz), 8.44 (1H. d. J=2.7Hz). 8.57 (1H, d, J=2.2Hz), 9.70 (1H. bs). 10.67 (1H, s) ; 
10 MS (FAB) m/z: 456 (M + H) + ; 

(^092 7 4) N- [4- (-TSy'/Cl, 2-a] tf' J 2 — < )\,) 

- (2--i7PP-5--hP3'x *;u#*-y-s K 

4- « 5^7 [1 , 2-a] tf'Jv>-2--C;U) T-Mi/CO. 22g, 1. 07 
15 mmol), DMA (3mL) bt;iC2 -0 P P - 5 -- h oSfASII^ P 'J h* (0. 
26 g> 1. i8mmoi) £&fflLT. £ffi«2lcE«Lfc:&jSI=f6l\ «BBHMb£ 
ft (0. 3 9g s 1|X^9 2%) %'mzo 

'H NMR(DMSO-d e . 400MHz) : 6 6.89 (1H, m). 7.22 - 7.26 (1H, m). 7.57 (1H, d, J= 9. 3 
Hz). 7.79 (2H, d. J= 8. 6 Hz). 7.91 (1H. d. J=8.9Hz). 7.98 (2H. d. J=8.6Hz). 8.35 
20 • (1H. dd. J= 8.9. 2.8 Hz), 8.50 (1H, d, J= 2.8 Hz), 8.53 (1H. d, J= 6.7 Hz), 10.80 
(1H. s) ; 
MS (FAB) m/z: 000 (M + H)*; 

(Hifc0927 5) N- [3- (2-t KPdFvX^JU) 7i-;U] - (2-£ PP-5- 
25 -\*DZ> *=.){,) *l^7t?*-y-5 K 

N-3- (2-tKn+'>lf;i/) (2. 5 6g, 18. 7mmol), DM 

A (2 5mL) fc£tflC2-<7PP-5--hP$m§&£P'J K (4. 3 1g, 19. 
6mmo I ) £&fflLT, Stfi«!|2fCE«Lfc*aiCfEl\ ttElffHtett (3. 81g, 
JR^6 4%) £f#fc 0 
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'H NMR(DMS0-d„, 400MHz) : d 2. 72 (2H. t. J=7.0Hz), 3.61 (2H. q. J=7.0Hz), 4.66 
(1H, t, J=7.0Hz), 7.00 (1H, d, J=7.8Hz), 7.27 (1H, d, J=7.8Hz), 7.54 (1H, d, 
J=7.8Hz), 7.57 (1H, s), 7.89 (1H, d, J=8.8Hz). 8.34 (1H, dd. J= 8.8, 2.8 Hz). 
8.44 (1H. d, J= 2. 7 Hz), 10.64 (1H. s) ; 
5 MS (FAB) m/z: 321 (M + H) + ; 

(SUiiS^J27 6) N — [4- [4- (N s N-iJl^^-^TSy) 7i-W 7 

HflSfliJl 9 2T?M3tLfcN- [4- (4-75> - 
10 -5--hP7i^) K (0. 37g, 1 . Ommo I ) „ THF (10 

ml_) » h'JX^U75> (0. 5 5mU 4. Ommo I) btflCX* y7>)lfc-)M? 
□ UK (0. 31mL 2. 2mmol) £&fflLT, Hifc0!l 2 3 5 (CEft Lfc* 
L\ ^l5@#Hb£!fe (0. 22g, JjX^4 0%) $mzc 
"H NMR(DMS0-d 8 , 400MHz) : 5 1.36 (6H. t. J= 7. 1 Hz), 3.68 (4H, q, J= 7. 1 Hz), 7.55 
15 (2H. d, J=7.7Hz), 7.60 - 7.85 (6H, m), 7.92 (1H. d. J=8.2Hz), 8.66 (1H, d, J= 
8.2 Hz), 8.50 (1H, s), 10.86 (1H, s) ; 
MS (FAB) m/z: 552 (M + H)*; 

(H!(S0!|2 7 7) N — [4- (3 -7-tz^;U7 5^71^1/) J-TV-Jl,- 2 M - 
20 (2-^nn-5--ho7i-;i.) *;i/^t5K 

HSS0I2 5 3T*iSjiLfcN- [4- (3-7?;7i-;H ¥7 % J— )l>~ 2 — OU] - 
(2-^PP-5--hP7i-/W *M^5K (0. 22g, 0. 60mmol) s 
7tWnyK(0. 05mL, 0. 7mmol), DMA (5mL) £{£fl!L-C, H 
*0<2ICS»Lfc*j*lcttl\ ££ltfHb£4fe (0. 2 2g s 1|X^8 6%) £#fc e 
25 'HNMR(DMS0-d B , 400HHz) : <5 2.06 (3H. s), 7.35 (1H. t. J=8.0Hz). 7.44 (1H, d, J=8.0 
Hz). 7.58 (1H. d. J=8.0Hz), 7.67 (1H. s ), 7.91 (1H, d. J=8.8Hz). 8.26 (1H, bs). 
8.37 (1H, dd, J=8.8, 2.7 Hz), 8.60 (1H, d, J=2.7Hz). 10.01 (1H. s) ; 
MS (FAB) m/z: 417 (M + H)*; 



WO 01/83427 



PCT/JP01/03655 



- 136- 



(Hj&0«278) N— [4- (3-*$^X)l,*-)\>7 3.S7x-)\>) *7V-)V-2- 

HJfi092 6O7»S!!itLfcN- [4- (3-75;7i-^) ^7^-^-2.-^)^1 - 
(2-?PP-5--hP7i-M a/MWp-frS K (0. 22 g> 0. 60mmol), 
5 * $ >;UU7f>=.;i/£ Q 'J h* (0. 0 5mLv 0. 7mmo I) t t"Ji?> (5mL) 

ffltr. Hifi^j2i=ieigLfc*;i(ctttv ^!B@Wfb^fe (o. 1 s gs j|r^6 5%) £ 

'H NMR (DMS0-d 6 , 400MHz) : <S 3.01 (3H. s). 7.17 (1H. d. J=7. 6 Hz), 7.41 (1H. t. J=7.6). 
7.66 (1H, d, J= 7.6 Hz). 7. 74 (1H. s). 7.81 (1H, s), 7.91 (1H, d, J=8.4). 8.38 (1H. 
10 d, J=8.4 Hz), 8.61 (1H, bs), 9.84 (1H, s) : 
MS (FAB) m/z: 452 (M + H)*; 

(H)i0lJ279) N— [4- [4- (2, 5 -'J/ ^HfP-)U- 1 -<< )V) 7tljl] 
- (2--J7PP-5-- hP7i-;U) *)UtK*-9-S K 
15 4- [4- (2, s-i^^MHf p-;u-i ->r;iO T-Mv (O. 1 2 gs 

0. 45mmo I) , DMA (5mL) S>tflC 2 P P- 5 -- H P5fjR#Ig£ □ 'J 
K (0. 1 1 g> 0. 5 3mmo I) SftfflLt, S6Hfift|2IC|B«Lfc*ftlCttl\ ffiC 
gH1b£tt (0. 1 7g, ilXip8 5%) *f|fc 0 
'H NMR(DMSO-d B , 400MHz) : 6 2. 01 (6H, s), 5.82 (2H. s). 7.35 (2H, d. J=8.4Hz), 
20 7.77 - 7.85 (6H. m). 7.92 . (1H. d, J=8.8Hz), 8.36 (1H, dd, J= 8. 8. 2.7 Hz), 8.51 
(1H. d, J= 2.7 Hz), 10.85 (1H, s) ; 
MS (FAB) m/z: 262 ( M ) + ; 

(HJS0IJ2 8O) N- (6-7tfjb7S;'<> , ;f7 , ;-^-2-'fM - (2— £ P 
25 P-5-=.hP^i-;u) *;U7f?4r+»-5 K 

"«tt«2 6 1 T»ttJtLfcN- (6-75/'<> , ;f7 , ;-ll'-2-'fll) - (2-*P 
P-5--hP7i-Jl) *;U7t-;*+?-S K (0. 2 8 gv 0. 8 0mmol)» 7W 
. ^P'JK (O. 06mL, O. 9mmo I) , DMA (5mL) £&fflLT, HiS0>J2IC 
IB^Lfc73^IC^L\ llSS^i (0. 22g, JR^6 9%) ^fc 0 
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'H NMR(DMS0-d B , 400MHz) : 6 2. 09 (3H, s), 7.53 (1H. d, J= 8. 7 Hz). 7.72 (1H, d. 
J=8.3Hz). 7.92 (1H, dd, J= 8. 8, 1.7 Hz), 8.37 - 8.40 (2H, m). 8.64 (1H. d, J= 1. 7 
Hz) ; 

MS (FAB) m/z: 391 (M + H)*; 

5 

(HMU28 1) N — (6-75;*^-/t75/'<> , ;f7 , ;-;i'-2-'f;i') - (2 

Hlite0!l26 1 7?^3iLfcN- (6-75/*>7 : 3 L 77-;U-2-'Ol/) - (2-£n 
P-5--hP7i-;i/) AM^S K (0. 22g* 0. 60mmol), h U * 
10 ';U»>'j;M'y$/7*— h (0. 01mL, 0. 7mmo I) » THF (5mL) L 
T, **ffj2 3 6(CEaLfc73a{C«£l\ ttNBSKMb^tt (0. 18g, ft* 7 7 96) $ 

"H NMR(DMS0-d 6l 400MHz) : d 5. 91 (2H, bs), 7.36 (1H. dd, J= 8. 8. 2.2 Hz). 7.64- 
7.68 (1H. m). 7.92 (1H, d, J=8.8Hz), 8.18 (1H, bs). 8.38 (1H, dd. J= 8. 8, 2.5 Hz). 
15 8.63 (1H. d. J= 2.5 Hz). 8.72 (1H, bs) ; 
MS (FAB) m/z: 392 (M + H) 4 ; 

2-7S/-4- (3, 5-y-t-^-4-th'P^>7i-^) J- 
20 3, 5-*;-t-^-4-t h'B**/7it^PS K9. 8 1g£7-trh>5 

>£*ax., HHt*-&fcfc» jfRttfltU flMBltfHbfrlfes. 9 2g£*#7i 0 

25 , H-NMR(400MHz 1 DMS0-d 6 ,TMS):<5(ppm) 1.44(9H.s). 6.71(1H.s), 7.26(1H.s). 0.96(2H,s) 
, 6.97(1H.s). 7.52 0H, s) 

(##0>J2) 2-75 7-4- (3-e'Ji/;U) ^77— ;U 
3-7"fe^ue';i?>4. 37 g> ft-71/75. 4 9 gtt6lf(=3«7*9. 16g* 
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%m (*«<DpH*8JeiT(=n») iwnnwMft, n**a»tt*u anas Mb 

^3. 6 9g£fffe. 

5 'H-NMR(400MHz.DMS0-d 6 ,TMS):<5 (ppm) 7. 16(2H.s). 7.19(1H.s), 7. 39 (1 H, dd, J=8. 0, 4.8Hz), 
8. 12(1H, dt. J=8.0, 2.0Hz), 8. 45(1H. dd, J=4. 8, 1.6Hz). 9.00(1H,m) 

TIBSS^JICfc^Ts £ftfmWcW*ft<fc^lSy» Molecular Cloning (Sambrool. J 
10 .. Fritsoh. E.F. RXf Maniatis. T. Cold Spring Harbor Laboratory Press «fc IJ 198 

cra^g 1 ) ppar r t v a. u— sttroas 

i ) tk • j > transit ^ w 1 * « dna * y dv-oxt^stft 

15 Si^^RliiLfca^O'TK'J^v— t?ii«SJ6 (SIT fPCRj ^-fv-Ott 
ItlC&TcoTlis t h PPARr2it£^E59 (GenBANK accession No. D83233) ICSoVT 
fTftofc. t hPPAR r 2^>/^S^i]-K-r€.itf5 ; fCD±3iySSi;T35iilcl^ II& 
. *flMS3l?93.§ KpSG5 (Staratagene *±) OtfUSMSPttBanHI lc|f A-&Uft*fc»lC 

&££«IIBB* Bgi 1 1 iccfc &StftlEai£ ttta U pcr ?7 f fc*ftEEaia<DE*!l# 

20 #1 $.Xf2\Z7ikZtltz2m<DM , )Z<?\st : ?\ : (J2lT**l*h. TS1J % TAS1J kl\?) t 

(¥HI 2 ) PPAR r Jttf fie WE J"J *£t? DNA * 'J d^-flDWfcJ* 

ppar r zit LtzSmrsmtmzmmt a i w-c** ppar ftSE***? « u<-k~ > 

25 *UJ"*K (KIT TS2J , TAS2J £l^) £8ffiLfco Jf AT3 DNA ffittatttH*. ?v 
HCfclt*T»>;UCcr-A++*>y-1f©^0^— ^— ««©ae^E5IJ U D. Tugwood, EM 
B0 J. 11(2), pp433-439 (1992)) (cS^Tflfcofc. U/K— * — ^7X5 h* p6V-P2 (£ 

$-T l=ifAi!-Lft5fctt(c, S2lcli$JIBB$NheU AS2[cl*Xhol iz&zmgffil 
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PCR^7'l"7-«t*'5DNA^-'Jrr7-S1, AS1 £ffl^T» PCR £ if&1± DNA /K 'J * V— 4f Ex 

5 -Taq (saaa) &m*xmi\ m^oo^mn c&Tbp) ndHAmKtfm^ztitzo # 

-y-Y^yn*. ^So^ttwfcttfcg^-^i^ tor zf^ji-t 3 dna o/s 

-f ? >) V K»««)fc»lC 55°CT* 30 &\ * LT*©IMI©*:ftlC 72°CT? 30 

-$> a >^6<t* 0 mtitzifa isoobp 0 dna Bf >i $«HKBNK Bgl 1 1 ■caMHtolctfJKU pS 

Q5 0tfflRSEJMMfcB«nHI CjfAL, t K PPAR r ?9 X S K pSG5-hPPARg JfA 
10 $ DNA Bf fr(4 $?7* *>*^ i,** KMSi: J: y s *<P DNA 0)tt*Eai*t t h PP 

SaicppARr^^xs h*(Dt§iC0$*-ro 

15 ^^^-pGV-P2m{bfe^HMLfco KK«2-efffcDHA*«Jlf-7— S2. AS2*S£U 9 
^©ajgtf 1 #IHX h U DNA <75S0»#J7--'J >7&ffiffi Ltz<D*>s 25°CT* 1 

. fl#F*Uf V+o.*- h LT S 2 & AS2 #7=- "J Lfc 2 DNA Z&fiLZlttzo 

Lfc pqv-p2 mtmbftimmmtm Nher, xhoi *fflivcatsu ppar psgsjij £=rr a u 

20 ?K— ^-^7X5 K pGV-P2-PPRE 

Ltz 0 ^7X5 K^^-r^HB-IOI^^TXfi/'J^IOOAtg/ml £^<fr L-broth igife (lOg 
h'J^h> (Difco) % 5g ^f-Xhl^Xh^ h (Difco) , 5g Sfb^HJ^A^ft 
25 1L ©#»»(c£t;) CTs 37 0 CT* 17 ftfiHSS^frfcofc. ^05^ 7^* 'J SDS $ 

l:<fctj 4 #*©^7^s K*«SU Ifi^«^©Jife^#Alrffl(,xfco pSG5- hPPARg, p 
GV-P2-PPRE» Lipofect AMINE MM (GIBC0 BRL*±§J) £;g£U t MG63 IZ 

-«ttI=ae*#AL.fca)£, gD&SlsIttlLfc. lH]J|X$Hfc»li96^^U-Hc30oqo 
cells/well lcfc§ J; 9 icjfflU 24 B*|HJ 00,-f ^a^— * (NAPCO) £ffll*-C37°C» 5 
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%C0^ 95%-RH0^-ClggLfc o 

(^■6) m$7£&itmim<omj£ 

5 . 24B$Httgtt, ^>7i7- fc?8#MLT2.o (j£#«<>*fcfc) *J6*ttyi*lVfc 
McSHllU *-$-ARGUS50 (j£$*h-£XttSJ) XI* Analyst (Lj 

10 fbMA : N-[4- [2- [4- (2, 4-^^ y ^7 >/ 'J S? >- W y 7 1 J »JU] -1- 

y ?-;u-i h-k > yy s y y~-;u-6-^ 7 1 * 7 5 K 

5- [4- [6- (4-7 5/71^ + ^;MH-K>y*T 5 *V-y[/-2-f yi^ h*W< 

?7 S J 'J 2? >-2, 4-i>* > • -ttittt 400m g <7>&;k N, N-SJ* ^;U*;UA7 5 K 8 
m I h'jX5 1 ;U75>0.36m I atf'Ol/'Ol^ O 'J K 0.10m I £fl(TLrt:. 

15 C0fifc***aa"T?-B*Hflltt!SL S««*«lJ:y«ET"e»»t«*L» Jttlc** 

g£l^;U : n-^+-y->=1 : 1 -2 : 1-3 : 1-4 : DlCtf^ Gfe$5fc0@fi*rtb£$l 2 
47mgj5<#e>tl7 % ro 
20 jg&jS : 2 0 0-2 0 4°C o 

5 -ens Lfc«ic. raft<D^$aa<oiiS7inii&iBiJft(csjbD Lfc. 24 p$m*& 

McSHnU ;U5^ y-^-ARGUS50 (*tft*|- = ^xa«) X!*Analyst (LjLtt^) £ 
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©ft*tt*6n«(96K 7=f=X hffaft©Wft^©CTSSttfl:«HWffi©«*** I max 
(96) if*. *0>t*, «sTOttlbtt©aS(=ilbU^TEn«/2©<I*St«»ft**«)» 
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gi i^aMx**^ *«w©fc^«Btt, ppARr^aiz-^mtu mm 



(u&m 2) t*«n^{b»tt 

fct> FBS, Lot.AHM9419) £l5%(v/v). Penicillin - Streptomycin, Liquid (GIBCO BRL ft 
Cat. No. 15140-122) $ 1X(v/v) t O |CJR£ Lfc a-MEM (QIBC0 BRL ft Cat. No. 
11900-024) (JilT 15%-FBS-aMEM fcl&f) £ffll*fco' *iS^T»a)igSlif *T C0 2 
(37°C, 95%3JS. 5%C0 2 ) T?fTofc» 
10 7 igfi^SttS BDF1 ^x£B*5 1 *-/U* , M-J:yil*AU J2lT©SKICttLfc. 

r;nS»T-eai!llR«lBf[=«feyjftJlli5E*-&, ££*IEt;&tflE#£$aiL,fc 0 ffi 

H#I=»U 15%-FBS-aMEM 1mL *A3hfc^S©*tS#S5ttfr«>lf ALT. ftM£fPL 
ffiLTiULfc. tJWhb-t- (Falcon tt) T*aaLTfiUS Lfc#fiifilfBJ!&£ 25cm 2 ig 
15 ^mzfly—b (SUMIL0N fct Cat. No. MS-22050) [Cfl|»L» 15%-FBS-aMEM 5mL t?3>7;U 

x> McfcSST 7 HKMLfco 

±l50SBSa$ 0.05 % h U?*»-EDTA (GIBCO BRL ft Cat. No. 25200-056) Ini. TflJ 
8t$t»\ 15%-FBS-aMEM 5mL $ta*§fflIS*#tt<!F1tfctt. »&#*(:: «fc y (25°C, 800 rp 
m. 4#|V|) SfflBS^lHlilXLfco [sift Ltzffl1fo% 15%-FBS-aMEM Sffl^T, 80, 000 ce 1 1 s/mL 

20 amsattSHttL*:, iai&s5;s$£ 96 ft^-r^p^u-h (sumilon *t) 8,000 

■/well (CttSA^ICIOOAiLfO^xJUC^aU 24 B#F B 1tggLfc 0 fc^xMd*, fc 
fcifc A £HW 10nM ICfcS *3lcBfiLfc 15%-FBS-aMEM $ 96 ju L f O#&Lfc 0 «t7x 
;W=#LT» 1) ttRttlmM .lOOpU&tf IO/kMO) DMS0 15%-FBS-aMEM 7? 20 fg 

4HRLfc4>G)£4/<L/well (ft&XS 1/*M. 100nM ££UM0nl0. 2) DMS0 £ 15%-FBS-aM 
25 «T»20fgHiWlLfcfc©£4jul/well (igill0.1%(v/v)) (n > h P— ;M& I) , 3 
) WiSO$15%-FBSr-aBEM-e20|&*RLfct.a)*4ML/wB|l (fi£3£ 0. 1 % (v/v) ) (3 
>hP-;upll) #^»ftiLfco 1 iiPa1i£#f£ s MlcWLT^^A'J^^r^-lf (A 
LP) SttflMBsefcfrofco 
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£Lfc(£, Dulbecco's l )l/&J<yZ>7— (GIBCO BRL ft Cat. No. 14190-144) 100^L^a 
L&S-f SCfclCfcy, &well * 2@roafeJ*Lfc. 0.67M i;x^/-;U75> (IHfcfl! 
m Cat. No. 099-031 12) » 0. 67mM MgCI 2 , 0.1% (v/v) TritonX-100 (Sigma *t)££t1fflBS 

5 fflgftsfm u 50 ^ L/we 1 1 T?»a lm&t? 5 # s ufc 0 maft 20 

X(v/v) Sapphirell (fiftffiff : TROP IX ft) , 6. 7% (v/v) CDP-Star (TROPIXft) 

IC^^*9l=«^<5?;$t;g^LTALPSS^^^L>ALP^g^^50 juL/well # 

ttU SllT? loaMStftflu LjLt±§m£n;?u-h7;u^-y-Analyst *ffll%T 

io i a>a£ii&£ o%<t Lfcis©, ttKftaapsoy^A'j^^-x^r^— tfEia* (%) 

U 10%(v/v)7N;UA7;Uxt h**»« (B9£tt) tftwell IC60/iL *K\7LXs iffflBS* 20 
^IliSt^lLt. ESS** £fil&£ U 0.2% (v/v) TritonX (Sigma ft) 60 
15 ju L £- we 1 1 (C$H£ L 5 #|BJSSS-l?»ffl Lfc 0 Tr itonX *»;&g;&$£8|&£ U 60% (v/v) 
-f V^P/V— ;U*»jft(C0il Red 0 (Sigma ft) £ 0. 3%(w/v)|Cfc5 J: 3lC»flLfcBWW 

gsfej$£# we 1 1 Ic 60/uL rofc&U M;ST* 10 »M»11Lfc. UMAft£tt££l:K£L 
fc8L box (v/v) «<v^P/V-;u*jsa60iuL*»aLB8!5fer*c:fcl=«fc9» g-mll £2 
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4l/*3.*-$— (37°C, 95%;Hf, 5%C0,) T?***fTofc. 

®x Litmtw*&ttim&mttMic±m&*vi y , mum* ?<< ^ a smi (/25cm 2 - 

7^X3) £iD*.T. 1 Big^Lfco ^-(Dft, igJIffl^x-T^A^fflt^T 83,000cells/nL 
<Dmfo%t®&$fflmL. 96 (SUMILON tt) (C 

5 5. OOOcel Is/well (60,u L/wel I) Icfc««fc5 l=«KSSfc£#aLfc. ?7>*S4LT, 
ttl»*tl*<i:tMiJlffl>'7 , -f'>Afl!)^*»aL*: well £#?U-MC 
Rlffc. 

SB, Jt»fflyfV *A$£«&:feU ftfcRiffl^f^^ 147^L/well fojjax. 
fco E(=i ) WMbd-tossin&Hctt, ttttibftftG) 100^111 dmso »sft£*Mb8iilMM -r < 

10 .^AT?20^S««iLfcta>*3j«iy*rell(|jOKft^«sJRJiaa: 100nM, DMSO^H/lJg :0. 1% 
(v/v) ) , 2) *f JH8l::f;i:, DMSO $&«;8HM1 * T< ^At' 20 flMMRLfctfl* 3/iL/well 
(DMSO mSS: 0.1 96 (v/v) ) ffl»S*t*fc«>x/U=iQ7L*:. 3) 
tt, DMSO £2Mb&$ffl J* x * A T? 20 L fc * 0 £ 3 /< L/we 1 1 (St* jftft 0. 1 % (v/v) ) „ 

15 5 BH»#L*:ft, x;UCD^bR*ffl> 7M ^A££g|&£ U 10% (v/v) *;UA 
7^ftK*jSa (B£ft) eOjuLSfc^xMcJna.T* «B8*20»(lliaa"e»BLfco 
KSliHBftU 0.2% (v/v) TritonX (Sigma &) ^C?gjft$ 60 m L # we 1 1 fC#£L 5 

*MV]SaT*l«L*:. TritonX *»»sgjft*^«M{acL, 60K (v/v) -f y?n/<y-;u#» 

JftlC Oil Red 0 (Sigma fct) £ 0.3% (w/v) [=<tSJ:5(=»»LfcKl»Sfefeja 60 # L 
20 we 1 1 |c#& L » 1 0 #RS]ftm L tz a &jft$&S$£ft|&£ Lfeft, 60X (v/v) -f y ? 

p/V-;u7Kjt^60^L$^;±L^-r€>c:<ticj:y, &weii * 2 EWofcfr Lfco *a> 

ft, DMSO £#wel I |C 100^ LfoSMnU 5 #Mt»*L*:, ^U^7b- H 

- (LabSystems ft) £ffl(^T, 550nm 0lK#J£ (ABS550) *fl|j£U 01 1 Red 0 (C«fe yjftfe 
Lfco ^ragfo ABS550 3H£flg£ 100%, ?5 ABS550 3*3gfe& O £ 

25 LT, tAftftjSilDSOlllKdl^fbS (%) ^SCtliLfco 
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82 7 

w£. r 


1 63 
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oo.o 


1 71 
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1 WW 


59 1 


1ft4 


46 6 
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1Q1 
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1Q9 


17 6 
I /.o 
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i ww 


BP 4 

w£.*t 


1 94 


17 1 


I 570 


36 5 


1 Qft 


51 4 
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1 W f 


45 7 

HO,/ 


1 Qft 


4A 9 


1QQ 

I 5757 


35 ft 


9on 
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46 Q 

*TV.?7 
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19 ft 
04.D 
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1ft 1 
OO.O 
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46.9 
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64.0 


239 


52.8 
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352 


241 


57.9 


242 


57.6 


243 


41.1 


244 


45.0 


245 


36.1 


247 


54.0 


248 


64.4 


249 


61.9 


250 


40.8 


251 


39.9 


252 


36.7 


253 


55.7 


254 


52.8 


255 


55.0 


256 


38.2 


257 


59.8 
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39.0 


259 


56.5 


260 


84.6 


265 


80.8 
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63.5 
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47.3 
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54.8 
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52.9 


270 


45.9 


271 


45.4 


272 


41.7 


273 


47.9 


275 


47.9 


276 


14.9 


278 


68.6 







So 

5 HMflfiSSfclCli Hanks ;S^fflC^fc„ Hanks fttt 120mM NaCI. 4.8mMKCI. 0.74mM MgS0«, 0. 
30mM Na,HP0 4l 0. 40mM KH 2 P0„, 20mM HEPES. 0.05%(w/v) Glucose. 2X(w/v) BSA (SIGMA ft 
Cat.No.A7888), 0. 95mM CaCI 2 , 4. 1 7mM NaHCO,, 1K(v/v) Penici 1 1 in - Streptomycin, Liq 
uid(GIBC0 BRLtt Cat. No. 15140-1 22) QiS&ft(pH 7.5)£jlgiaLs SSSLfc. KlfittU&tt* 
Du I becco's mod i f i ed Eag I e's tglfe (G I BCO BRL ft Cat. No. 1 1 995-040) t DEEM/ F -1 2 (G I BC0 
10 BRL tt Cat. No. 1 1 320-033) £ 1 : 1 (v/v) T?;g£- U 0. 2% (v/v) Hanks 0. 2 ju gA Sod i u 
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m Selenite(QIBCO BRL fct Cat. No. 13012-018), 0.002K(v/v) Ethanolamine, 25mM HEPESfc 
<fctf 1«(v/v) Penicillin - Streptomycin,Liquid(GIBCO BRLtt Cat. No. 15140-122) £3s*n 

nWiVlts ±XC0 2 ^^=l^— 9-&TCs 9596SJ& 5%C0,)-Cl&**fTofco 
5 Wister Imamichi V bt&s 6 gffSIICj: lj JMtLKjflLtt* KMMJMftlBJftgffitfJ L 
s anciCftSL*: Hanks a+-CJlll«$HE4Lff*tt» tfc-eflBrLfco HMaiBflftB8l:: 1 

Omg collagenase(fQ#if5fc^ 034-10533) ££t N Hanks $ 1ni £j3sJD, 50mL f- a— ^IC&L 
, 37U 90rpnu 50 ^WWCSlL^O^ h LIBS$J§-|:»|![Jt§, 2 

OmL Hanks feZfatDLXs 200jum f'T P > ^ «y i/^-e^iSLs *flfcfl>lfil»^*»*Lfc 

io o looorpm, i #m> Sfi-eSto-fSdticfcy* j?5iLT^^agl»saflS^2t^&i;T^ 
t»*Lfc. a«ttairF)B22ttL$i/>T"eiR^ay, 5?aLri^ifiKHiiiia*EiJiJiLfc 

o H*©»ft* Hanks «Tf 2 0, iggffligife-C 4 HlfTofco Jgft&fcfltlftMc^d&ffM 
Lfc»ttliai«l=»U 60nL ©«*T?»*ffl***j!D*, IBIftflMiftBai,*:. BAtt£ 

96 O p ?U- h J tfvXttMciggffligife 100a/L -fo^Lfco ttttftSin 
15 gflCli, 200/iM ,20//M,2a(MS15 0.2)uM(D DMS0 1 *i L/wel I (S$I;U§ 1 ju M, 100nm 

, 10nM&tf InlO^OfcADLfc. *fK&8i LT DMS0 £ 1 L/we 1 1 (MftSft 0. 1 % (v/v) ) f O 
SJnLfc, httaW >*a/<-*-T* 1 B#^m±^MLs 37 0 C(C¥«HtL7i 0 ¥«j 

a.*100/iLAwl|-r-O»aLfc. 24l$|B]ttg& □ ?U- hfflSiSl MultiScree 

20 n (MILLIPORE ft MADV-N65) T?a#£Elte U Rat Lept in »Jg*y H-IBL (ftsS^W^ C 
at. No. 17195) £fflt^T Leptin aft& ELISAttlCTJMSLfc. Leptin *£fflJtf1?ffll*J6aL 
fc*#«+© Leptin as*>6 JaTlc*-ftHfS(= J; y Jftifrfc. 
Leptin&£{EJi;S14 (%) = (A/B) x 100 

A: «mftfttt£to#(D Leptin aft 
25 B: ^^©LeptinJig 

Leptin &±££fl;ffia)3J££££TgB$ 4 |=Sf o 
C«4] 





1/jM 


lOOnm 


10nm 


1ntn 


mmm 


1 u M 


lOOnm 


10nm 


1nm 


2 


113.3 








162 


110.7 
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cemm 5 ) man y t l tztoimwim 

5 I^XmmWfflf&W 3T3-L1 (ATCC CCL-92. 1) £ s TEfflftttTNBftJMI Lfc*i©£KB 
ICffll^;: 0 g|]£ s $fc-$"S«8Jgifcfc LTs Dulbecco's modified Eagle's (DHEM) ( B 
tt)IC ^;U3-X**8»a 4.5 g/U D-fcf**:/**!*** 8 mg/L , /*>hT>g££ 

ftum 4 mg/u * h 50 m g /u ^-v u >-g 

IS 100,000 unitsA. HEPES(PH7.2)^S$|^|g10mM » RXSs L-$OU* 5 0. 5 

10 84 g /L ift**5ft^SUnLfcJ61l!!*ia»Lfco *L^3&aUSi6(= iox(v/v)0!t«fls*NI& 
!Elkiff(FBS)(PAA*t Lot. 07347) *S»lLfc*»itiT?lt»liftLfc. <Sfc\ SSttffllCftLi 
"Cs tt*(*±TC0 a -f>*a'<-*» 37°C, 10X00, jftftT'Cffofco 

Hlfti&^Lfc 3T3-L1 £ Bioooat Collagen I 96-well white/clear plate (BECT0N DICK 
I NS0N ft) ic 1m 1 1 fcfc lj flgggg. 4900 fiftHI LSStigifelC 1054 (v/v) ftlMMb (FBS) &%bU L 
15 io BIHigS Lfco 

^ro^lgife^s $4IMb FBS 5 X, -f>X'J> (Sigma tt) 

JsglOMg/nL^ 4V? ! f-}\,*?)\,Ws 1 *'^ (Aldr ich ft) £g$$ait 0. 5mM, &tf s 

1^M i£5«fc5#*ii]*fc»fcH3WMi£$iftU 1) S^^u 
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TjUTf-^+i' K o. 01 % (v/v) <d?f£t, 2 ) WJBtMMia) imM i?y ^;ux;u^^rv K)§j£ o 
.01 l{v/v)O#$T(t«^Ktti0fl»SS0.liill)T4 BflSiLfe. £blci£ife£, M 
MfcFBS£A8jta5 &tf> -f>^'J 100 ng/mL££6<fc?£ 

5 mm^ibmipj^xtt. iss^roW(D[2- M c]^»ya^$^icLTPfiifiLfc 

o ID*u BllttaK0mhft$R£U SttttfelC. [2-"C]ifc§g(7-?*>*A*t 1.85 Gbq 
/boi» I) 7. 4Kbeq/mL, FBS SAUSS 5 X< *f 2/3. >J->filtiS 1 

00 ng/iti fcfc*J:3£*in;lfci&i&* 50juL/well ffijtoLl ttH&£Lfc. PBS(-)T?ft»ft 
> tfcjftU Scintillation cocktai I (Hewlett-Packard *t MICROSCINT-20 PACKARD) 100 
10 juL/well *JD^. S Packard TopCount mi crop I ate Scintillation counter (Hewlett-Packard 

tt Packard) lcrtM«&£I8SU [2- ,4 c]^lsyJi^fi£S:ttiLfco 

mii£ft7H2- ,4 c]iiFi£i3!y&fi£»ic, 1 ) ^^^;ux;u^^>Ko.oi %(v/v)0#s 
TcD[2- ,4 c]^B5ya.^$£ looxt lt, «aR*ttffftT©[2- ,4 c]BiiBiya^*$aT 
©«-*aic«kor#*!>fc. 

15 Va I iM=ttttX«B#$ TCD [2- H C] RUB lj JA^g ( cpni ) 

Cont==3 > h P— ;K0. 01 ^;UX;L,^^-+i/ (D[2-^]JfiWb. y (cpnO 



[2- M C] ftlfcjft y (%) =1 00X (Va I ue) / (Cont) 

C*53 





(96) 


mmm 


(%) 


mm 

#^ 


(%) 


mmm 


(%) 
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42.7 
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68.9 
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92.5 
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43.4 
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55.8 
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65.0 
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59.9 


10 


85.3 


11 


67.3 
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66.4 
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93.0 
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82. 1 


15 


78.4 
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83.7 
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91.9 
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53.8 
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64.8 
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51.5 
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59.5 
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66.3 
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66.0 
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68.6 


30 


60. 1 
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44 


67.6 


■ 45 


68.9 


46 


67.0 
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63.1 


48 


70.3 


49 


69.6 


50 


61.4 


51 


57.5 


52 


52.3 



WO 01/83427 



PCT/JP01/03655 



-151- 



53 


76.2 


54 


51.3 
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59.5 


85 


67.1 


86 


51.7 


87 


57.1 


88 


56.4 


89 


58. 1 


90 


60.5 


91 


85.8 


92 


63.0 


93 


90.3 


94 


80.4 


95 


86.3 


96 


98. 7 


98 


89. 1 


101 


78.3 


102 


76.8 


103 


72. 1 


104 


89.8 


105 


89.4 


106 


82.0 


107 


71.3 


108 


87.7 


109 


64.6 


110 


84.6 


111 


61.2 


112 


82.3 


113 


84.6 


"* 114 


79.0 
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66.2 



tttt kk vox (B*^u7*y«iA) efltt-eiRAtt. mitwats&vnmmmz 

Lfco ifiL$HI#350mg/dl Ja±fcfc-3Tlv.5fltt£gau 9&Hz&+&m#£&A*t£o M 

&® (m»mm •■ o. 3 jts?o ^ta^xmrnLtzmm^m^x^m^ ^ mmm^Ltz 0 
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Qroup 


plasma glucose on Day7 


X of inhibition (vs. 








control) 


Contro 1 


568 


± 47 




mmm is ants® 


315 


± 14 


55 



■ Data is shown as Mean±SEM (n=6). 



io tz&&mmm»m*«j k oA^fflivt. ^mmom^mit. ±x co, . 

-Cl/Jr-i*—* — (37 ? C, 95%;lJt, 5%G0 2 ) T?J$**fT?fc. 

77^3) £7jn;tT, 1 Big#Lf=o *<DgL itlSffl^X-f^A^ffltNT 83,000cells/mL 

allllM!BiItt£HBU 96 ^Ila7-y>3-h7-f^p^l/-h (SUMIL0N tt) Ic 
15 5,000cel Is/well (60/iL/well) lCfc*«J: 3lr«l»BH»*a£Lfco ?7^lfiLt, 
«tt*£*fcl*Ji»JB*T.<' OA©#*#&Lfc well (^>^^i;U) £&?U-MC 

SB. HjUflyf-f^AStiRSL, #fl;BS#ffl*7VOA£ 147/iL/well' foiOK. 
fc» ) ttR<b£ttj52nl¥l::(*. tt8Mb£«J<D lOO^M DMSO JSa^ftWWffl^XY 

20 OAT* 20 fiMHR Lfc tO* 3 M L/wel I (ttlftb&ttlft&BS : 100nM v DMSO MIS :0. 1 % 
(v/v) h 2 ) »RB8lCtt % DMSO x-f OAT* 20 fiftH LfctO* 3^ L/wel I 

(dmso flU/HK : o. 1 % (v/v) ) HHS£*i*fc«* x;ucin*.fc. *fc* 3) 
I*. DMSO £4Mb8NMJ * x f O A T 20 {g^iR Lfc=b©*3*iLA»ll (BII3& 0. 1 % (v/v) ) % 

25 5 smilfeft. &0x/UD^MtS!^ffl*7V0A£±mi$£U 10% (v/v) *;UA 

7^ft h**iS)S eo^LS^iiKciD^r* fflim^M^iiiiaa-cOTL-fc. 
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®5£$£:£mi&£ U 0.2%(v/v) TritonX (Sigma ft) 7Kj§$£ 60juL # wel I [C#&L 5 
^MJST^SLfco TritonX7K^$5§;&££sl&£U 60% (v/v) 4 V^U* J 
iSlC Oil Red 0 (Sigma *±) £ 0. 3% (w/v) lc£5<fc ? fCjgfl? Lfcfll^fe^ 60,uL 
well ICtf&U MST'lO^IIMLfco Hllft§fcfe;$££S&£L*:&s 60% (v/v) -f V? 
5 □/V-;i/7KjSjS60AtL^^;±LK5*-r-5c:i:[rJ;y, &well £2[s]-fojfe&Lf;:, %<D 
DMS0£#well [ClOOju l_-fO;fctaU W&X* 5 ^fm.WLtz 0 1 \s~ V>) ~V 

- (LabSystems *±) ^ffll^T, 550nm <©qR?fcJt (ABS550) £;»J5£U Oil Red 0 Icj; y Jfcfi 
ZtltzMZ Ltzo Wm<D ABS550 100%, 7? >£P0> ABS550 il'J^t^ 0 £ 

10 $S££TSB£7l::*-r o 



mmm 
#^ 


(%) 


mmm 


(%) 


mmm 


(%) 


mmm 


(%) 


1 


121.0 


2 


127.2 


3 


125.5 


4 


128.4 


7 


120.5 


8 


113.6 


9 


116.2 


12 


120.0 


13 


126.6 


14 


121.2 


15 


123.5 


16 


135.7 


17 


114.4 


18 


114.8 


22 


127.2 


28 


110.9 


29 


110.6 


30 


138.6 


32 


114.6 


33 


126.8 


34 


140.0 


35 


121.8 


36 


111.0 


37 


114.2 


38 


136.7 


40 


121.6 


41 


118.1 


43 


117.5 


46 


124.1 


47 


141.2 


48 


131.4 


51 


129.0 


52 


133.2 


54 


118.3 


56 


113.8 


59 


121.3 


60 


110.5 


63 


119.8 


65 


111.7 


66 


113.0 


68 


116.0 


69 


135.0 


70 


122.1 


72 


123.8 


73 


113.0 


80 


118.1 


82 


114.5 


83 


114.5 


84 


151.4 


85 


125.4 


90 


131.2 


95 


115.4 


96 


123.3 


99 


119.0 


102 


113.6 


104 


114.8 


106 


112.6 


113 


110.7 


114 


118.0 


115 


147.2 


116 


123.6 


117 


122.5 


119 


134.7 


121 


136.3 


123 


148.1 


125 


132.0 


127 


112.3 


131 


131.6 


133 


140.7 


134 


120.4 


135 


128.0 


136 


129.4 


137 


150.2 


138 


126.3 


141 


133.2 


142 


112.5 


145 


140.6 


147 


115.5 


148 


118.6 


150 


136.6 


151 


118.1 


152 


112.7 


153 


110.1 


154 


123.8 


157 


115.7 


159 


123.3 


160 


128.2 


161 


113.4 


162 


169.8 


164 


125.1 


166 


115.3 


168 


140.0 


169 


114.9 


170 


114.9 


172 


. 119.5 


173 


134.0 


175 


113.9 


176 


117.9 


179 


128.5 


181 


128.0 
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182 


122.4 


183 


117.5 


187 


112.7 


189 


132.8 


246 


119.5 


261 


128.8 


262 


167.3 


263 


153.8 


264 


111.5 


277 


123.1 


280 


190.3 


281 


200.0 



5 t h^gSSifflBSroiSg;«l* 1O%0#KHb*llS!J!jfiUt£#fc D-HEM/F-12 (GIBCO ft) i§g 

sic±wLfct h^h^sbbs col-2-jck (B*nmmmm$im& yjgfA) * edta cx^l, 

>S?7S>BSBil) fcbtflc 0.05%hy^>>j££m^Ti'*-U£.y WU &£& 
(D-MEM/F-12) £ffll^T 100 « / ni. 0>BIB$B$€ BIB Lfco 
10 tH£4HR$&IUi&J£gfi§ 6 ft?7Xf-V*7U- hC^iWCSilfoftlLfc (300 

DMSO <75gfS2|Jg 0.1%ifc$J;?(Cj8JnU SWMMJfl^xMcl* DMS0 0>^^ftHBJt 

#^i;i/*£D«[C^L> 5% C02#ST 37 0 CTMOBF^iS#^ofc„ *B»7B. & 
15 -7U^^-^ - 'J >Bfiffi4g£t&* - ) (CT 1 Hft^Lfc. Jfc^Tf, 

#Ox;UcMLs 0.02%^ *)7>*)\,/U*\sV htm0%tp&7\s)\,-? i) 1.5 ml 

LT 5 #Mtt«U ttflSteBESfefeLfco B£$&&®BB(;Jrt7ft»Lfc&R&U B 
B»«f«BPCA-11 (i/XfA*^i>xtt) *fflt^TBS»fe**tfcjmffl«**3P=- 

20 fflHM$£*ttfco 

an-— BjSjqiSj* (X) = (1-A/B) x 100 

A: S£SMb£ttl mH n-BBI8aB 

25 casj 









»«* 










#^ 


(96) 




(%) 




(96) 


#^ 


(96) 


2 


8.0 


3 


27.0 


4 


62.0 


5 


26.0 
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6 


22.0 


7 


24.0 


9 


29.0 


11 


15.0 


14 


16.0 


15 


14.0 


16 


48.0 


17 


30.0 


20 


37.0 


29 


41.0 


30 


42.0 


32 


39.0 


33 


60.0 


34 


41.0 


35 


15.0 


37 


52.0 


38 


99.9 


39 


48.0 


40 


35.0 


41 


55.0 


44 


35.0 


45 


32.0 


47 


18.0 


51 


15.0 


52 


17.0 


55 


8.0 


56 


6.0 


57 


5.0 


59 


94.0 


67 


31.0 


69 


84.0 


72 


39.0 


75 


65.0 


77 


1.0 


88 


8.0 


90 


47.0 


92 


15.0 


93 


44.0 


95 


1.0 


96 


17.0 


97 


3.0 


98 


25.0 


99 


32.0 


100 


50.0 


101 


32.0 


102 


26.0 


104 


22.0 


114 


22.0 


118 


41.0 


120 


44.0 


141 


47.0 


143 


25.0 


147 


19.0 


150 


41.0 


152 


24.0 







5 7-7^7^P77-^« RAW264.7 (ATCC TIB71) [tXBX&Mk y MX Ltz a 
RAW264.7 3lB&<Di§^l£ Duibecoo's modified Eagle's iglfe (DM EM tglfe ; GIBCO # Cat. 
No. 11995-040) (C^jj&lEjftl-i (M0REGATE ft lot 474030) &m$S&& 10%(v/v) v 
U > G (GIBCO tt) 50un i ts/mL. Xh^h^i/> (GIBCO fct) £^§^Jt 20 

Ms/irL^tQxtz^m^m^Xs COj-O^o.*-*- (37°C, 95%;EJt, 5%C0 2 ) ^To7t 0 

10 RAW264.7 (83, OOOcel Is/mL) 96 ft"?^ £ P hlC 60^L -f"0#&L?c 

(5, OOOcel Is/well) 0 C0 2 -f y^^-^-V 4 H^if^, LPS (Sigma tt) 25ng/mL £ 
£t?DMEMi§ife£&^i;MC40/<L-f-3 (LPS^HiUt 10ng/mL <t£3) ^*DL7t 0 ttttft 
Mtt ImM © DMSO DMEM gift"*? 20 fiSSHRLfefc, 2/iL/wel I (ttK1b£4fe®ft& 

isg 1juM) T?«|fiI=3S»Lfco W!BiL-t» «H?eJ£ 10ng/mL©LPS ^JnL 

15 fcglB&XI* LPS £|i§in L ^fflfiSlC. DMSO £ DMEM igifeT* 20 f£#S? Ltz&* In L/we 1 1 jg 
*DLfc o C0 2 -r>+3./<— 5«--e 15B#^±S^ t§^±jS^IslJ|RLsinous e TNF-a ELISAkit 
QuantikineM (R&D Systems *±) £ffll,NT, iSg±;ff"4K7?mTNF-a<Z)g^+*y httSOU^ 
?P ha-jWcttoTaJSLfco 

20 A:»Rfl:d1fc»T©TNF«a 
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B:LPS|R^J!in<7)^[Cfc[t^ TNFafi 
C:LPS10ng/nL mMKOftm^titt Z> TNFafi 
TNFa&£tt]«lJ$ (%) =100-(A-B)/(C-B) X100 

5 CS93 





mn 


mmm 


mm 


mmm 


mm 




mm 




(%) 




(%) 


#^ 


(%) 




(%) 


2 


24.5 


3 


17.0 


4 


18.5 


8 


18.9 


9 


34.0 


12 


21.8 


13 


162 


16 


19.0 


18 


16.8 


23 


24.4 


24 


30.1 


29 


22.9 


32 


19.8 


34 


15.2 


36 


18.0 


37 


16.0 


39 


29.8 


40 


27.1 


41 


30.0 


42 


18.8 


43 


17.7 


44 


18.0 


46 


30.7 


47 


16.7 


52 


16.2 


53 


15.6 


54 


16.8 


55 


15.3 


61 


22.6 


62 


20.5 


67 


23.2 


68 


15.2 


81 


32.0 


88 


28.0 


90 


19.4 


93 


15.6 


94 


34.8 


111 


28.7 


114 


16.8 


118 


16.4 


123 


15.1 


128 


28.8 


134 


16.4 


135 


16.6 


138 


17.8 


139 


42.7 


141 


15.9 


149 


18.8 


150 


162 


157 


38.6 


165 


15.7 


175 


15.7 


182 


32.8 


184 


15.0 


188 


24.2 


189 


16.3 


190 


33.8 


192 


27.9 


194 


18.4 


195 


16.1 


196 


15.3 


197 


21.6 


199 


20.8 


203 


27.1 


204 


32.7 


205 


34.9 


206 


27.5 


207 


27.1 


208 


26.3 


209 


26.9 


211 


27.6 


212 


31.2 


214 


20.1 


216 


30.6 


217 


28.7 


218 


20.3 


219 


21.7 


220 


16.3 


223 


28.2 


224 


22.4 


234 


32.5 


235 


40.2 


241 


28.0 


244 


26.5 


245 


34.6 


246 


18.0 


248 


19.1 


251 


29.0 


252 


19.3 


253 


29.0 


254 


44.3 


271 


.252 


273 


195 


276 


28.5 











±E»J:yW&*T?fc<&J:3lc, **Wfl)±IE*J6Wbd«l*, B»*TNF«4±jqi«tt* 

10 5E<Z)Balb/c^X (lit. 6-8 aft) *-3ffl»iU MffiMtpfc* 3 1/^/^J > A 
(ConA) a&e&ttA&ft (2.0mg/nO 10mL/k g©K*-eairt"*CfclC*y* & 
•7-t7X(CffFK#$|§^$-a-fc ( Hepatology. 21. 190-198 (1995)) . 
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KflllMt*1fc*» 10 mg/nL ktZZxk OlZ % 0. 5X CMC $4**ff*(cU U ZO^M^t 
10 mL/kg<DflJ£-e, ConA;±|f0 3O^BtJ|C s -T^lCfSQlSteLfc (A») , 

. dfttiisijic, «iMb#*G)Kjia[©ft*3yi=» o.5%cmc *^*B*^iiPta#L*: 

» (B») , &Xf* -VUSLttfrttl^m (CM) ZWMtzo 
5 ConA&ttfrg 24 ttRQfft::, v^llt;*:!^ «fc yjfo&£|§ffiiU ^'J >;1fnt=Ts jfllMI 
£^ttLfe. CKOJlUSifZOl^T. Nagakawa (J. Pharmacol. Exp. Ther. . 264, 496- 

500(1993)) ICftoT, </J\s$ S^mt*+famMh7^7>7Zl— tf (AST) fit, 
^5>»tf;ue>» h7>X75t- tf (ALT) fit£»SLfca 

^jflfcl'l^Ifr b v TI50)itlC^oT, ConA aStlCj: -5 AST fc&tf ALT tta>±£IC*W" 

io &imm$*mktzo 

mm (96) = {1- [ (A-C) / (B-C) ] } X100 
A : A#0 AST fit£fcl* ALT ttOW&ft 
B : B8©ASTH*fcl*ALTtt©SFi$Hi 

C : CSf<&ASTte£7cfSALTfi£cW4jfii 
15 tiB&Zmi Olr^-f 





AST • 


ALT 


mmm 


AST 


ALT 


mmm 


AST 


ALT 




AST 


ALT 




00 


00 




00 


00 




00 


00 




00 


00 


1 


19.0 


40.1 


2 


4.1 


64.5 


8 


56.0 


57.0 


10 


49.0 


55.9 


15 


54.0 


39.0 


16 


21.4 


44.4 


18 


24.1 


39.8 


20 


•77.0 


672 


35 




12.4 


37 




20.7 


49 


61.0 


59.0 


53 


1.7 


22.0 


59 


20.5 


18.7 


88 


57.0 


42.3 


105 


27.5 


22.4 


. 106 


105.8 


113.6 


114 


50.5 


32.8 


114 


47.0 


40.0 


118 


45.0 


55.8 


136 


12.0 


13.1 


139 


48.4 


54.0 


142 


. 63.0 


54.0 


156 


82.6 


855 


159 


912 


78.7 


161 


69.3 


82.8 


171 


102.8 


90.0 


178 


64.5 


505 









20 CBJ&mn) m&nmftmowm 

SD^'Vh (tt: B*SLC) frb7RiIift£$jtij L, iggtt (Medium-199 : GIBC0 BRL) 4"T* 
$1) Medium-199 (3mL) , 2) &iMb*X (MU : 5mM) Medium-199 (3mL) , 
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3) tiLWHtgVB (fi&££ : 100nM) „ DMSO (gf&l® : 0. 1%v/v) „ Ult 
TKffc 5mM) Medium-199 (3nL) 4>-e24B*|lflJ8*Lfc. lS#$!7&s TKm 

Control &BHt&&1kOfr 5 3 1 3 9 9 2 

0.0 1.7 1.0 1.0 1.0 

(RRffH 2) ABCA1 mRNA^ffiHg* 

■7^xm^^P7r-v^$iBa RAW264.7 (ATCC TIB71) l**B*§g?i.J: y IgA Ufco 
15 tgifef3\ Dulbecoo's modified Eagles Jgi& (DMEM igift ; GIBC0 ft Cat. No. 11995-040) iZ 
. ^B&!SJfiljf (M0REQATE fct lot 474030) SMftSK 10%(v/vh > G (GIBC0 fcfc) 

£^$SS£50units/mU X Kl/^h^-r2/> (GIBCOfct) $g*§/llg 20/i g/mL ^iQ^Tffl 
^fco RAW264.7ijiBSCDigSld:C0 2 '1'l/+a'<— (37°C S 95%ffl£s 5%C0 2 ) "eftofco 
RAW264.78HBS (1X10 6 cells/mL) 6 7v;^b- hlC 2mL -fO#&L (2X10 8 cel Is/we 1 1) v 
20 COj-O+i*— 9— -e2^|HJgSLfco &©Hb£$ll*1<iiMG)DMS0}#;'$£s DMEM igifeT 20 
fS#§?Lfc&s 4//L/well (ft9Mt£ftG)ft&3£ 100nM) T'SBIi&ICjijlinLTio C<Z>fc£, 
SMBfcLT* DMSO* DMEM J*«1T? 20 flftSRLfcll, 4*< L/wel I SsJO Lfco OOj 
• 24 ttMttgflL tt<±;JI&lft£« RNeasy Mini Kit (Qiagenft) £fflt^Ts #1? 

□ h3-;UC«feoT total RNA £ffiULtz 0 ^btltz total RNA © 260nm W&'&Jt^J&l^ 
25 LT,l££;fc#)fc (A260=1=40/ig/ml) „ 6/igfl) total RNA £ RNase-f ree water T* 22. 6 u 
LiU Q5°C-Q 10 #Jn»&, 7k±T*;taJL7io LT. First-strand cDNA 

Synthesis Kit (amersham pharmacia biotech fi) ^fflL^T cDNA ^f^fiScLfco C<D£cF\ Isl 
TCD^fefeSFSjS^^/SL, 37°CTi 1 B#|U]fi(6$1*fco 

Bulk first-strand reaction mix 13. 4piL 
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' Primer Not l-d (T) „ (25 {$#§?) 2. 0/i L 

DTT Solution 2.0juL 

RNA (6 jug) 22.6juL 

40.0juL 

Lfc. X*>*-K»», Stf, *-fiJ6#**;|l**l Chroma 
Spin-100+OEPC-HjO Columns T?#JlO^P f»a— JUrUfcoTfMl U TaqMan TOR <&3$S 
(Template) fc Lfc. X* K»»f*S««*ft«f 5 ffirt*0 5 RMlCttRU 

TaqMan PCR (C&L fee TaqMan PCR I*. ABCA1 &tf 0-actin iCOlvCffofc, TaqMan PCR |Z 
10 fcffl^S Pr imer t LT&IBEflllKDiWlJW 5 AM 8 *lfz 4W»* 'J 3*5? * b 

tf^K (abcal forward (S3) % abcal reverse (AS3) , (8-act in forward (S4) „ 
£ -act in reverse (AS4) ) £igftLs amersham pharmacia biotech ttlcB-J&RtfftH^ 

FAM-TAMRA^fft TaqMan Probe t LT&tBEJUSOIBJIJW 9 10 iZS^Jlfc 4«0> 
15 * 'J a** £ U*-^ K (abcal (p1) & t>* ,8 -act i n (p2) ) Applied Biosystems 

&T<D5I&;T££MicroAmp Optica I 96-well React i on P I ate (App I ied Biosystems ft) |C ABCA1» 
• £ -act in £ *#SJ£SSlC^LT 2 *jx.)Vf 0#&Lfc, TaqMan Universal PCR Master Mix 



(i Appl ied Biosystems #<£ ygfiA Lfc 0 

20 Primer Forward (50pM/ a« L) 0. IjuL 

Primer Reverse (50pM/£iL) 0. 1 // L 

TaqMan Probe 1.5juL 

TaqMan Universal PCR Master Mix 25. OjuL 

HjO 18.3a<L 

25 Template 5; Qjx L 



.50.0^L/well 

MicroAmp Optical Caps(Applied Biosystems ft) £ L» ABI PRISM 7700 Sequence 

Detection System (App I ied Biosystems ft) TaqMan PCR ^lUTO^Ttf ofco 

50°C 2m in 
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95°C 10min 

95°C 15sec ~| 

60°C Imin — 40cycle 
Sequence Detection h^x7(Appl ied Biosystems ft) <D-?—d.7MzH£oX1$6t £ff 
t\ *§**M£ ABCA1 S £-actinmRNAM££#>fco &T<7)ie£fflL\ ^ft^lCfc^ ABCA1 
n,RNAiiiP^S:tilL7io 
A:i£gMfc£$#£T(OABCA1 mRNAM 
B:&SHb£1&££T<a/8-actin mRNAf: 
C:DMS0#ST©ABCA1 mRNAJt 
D:DMS0#ST©i8-actin mRNAfi 
ABCA1 mRNAiilJD^ (%) = (A/B)/(C/D) xlOO 

C3M 2] 





m aa m 




it m m 








m to m 








(%) 




(%> 




(%) 


135 


163.0 


217 


187.0 


218 


190.0 


223 


204.0 


224 


179.0 


273 


146.0 











S<fcyw^^T»ife§J;dlc^;^(7)^!fe)li, g£gfc ABCAimRNA lgJjaftffl£*U tai&M 



its mtitz* ^x^mm^ m&&®mm&. mm^mm^ x^nf KS-si^ks 
i \mmm, mmt&. Mftnmtt* is& isaa*** sfttHnw. *ti*#ii4** 
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ii # o m m 

i . TK-jsaie ( i ) 




5 

[5£iK Aits 7i-/L-i, ^-^^;u»s T-tz^^-^Ss tfj^;us, *>"j;u&, 
t^yj;u*. ey^v^t^ tr^^uik -fy* 

I*, TGftjjUII¥a&VSM«lj8^gai;ti« 1 fl7i22flJa±©W-X(***ofc« 
15 #Ut(c J: y lift 3*1X1 vCtftlO XI*, Hlf, BSftJI^s CH 2 I 

, COS, NHI, S0 2 NHS, NHSOJ, CONHS, N H COgXftOCH 2 g£ 
*Ls n I* 0X1*1 £7jk-§- o 
[HftUffa] 

20 & c,-c 7 t;u*^4t»>*^7|«=;u»» c,-c„7;u*;u**^a;u#=;u7;u*fl* 
s rs/a (a»7 5y**, Hi^L<i*2jia?pi-xi*M*'5c 1 -c 6 7;i'4 i ;u^ g 

L<(is ifl©c,-c,7;Kr^.JuSlc«j:yaSi$*i-c^T*ai^ , (StokttS 
Its 1 flOC^CT^+^SXttC^Ce/xnT^^I^ttJ: yWft&tiwctfii* 
) s &Us *;u*?h£ (SR^a^hSJ*, 1 <icDc 1 -c 6 7;u*;i,gi:: t fcyMft£*i 

25 TlvCfcAW 
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5. H*iI1Xtt2-CD<b^«lXlt-€-fl)ilS±WFS$*iStt*^*f*. 

15 

5. g|*ai Xl*2©fc^«!lXlt-trollS±fflFS$*i*ia*«-r6, *A14#tott& 

7. H#aiXI*2(Dft#«8XI*-t©ai3iJ:»S!$*l5tt*#^rS» PPARr^v^-U- 
20 * 0 

8. »*ai1Xtt2©ft*«!XI* J 6'fl)!KS±«FS$*i*tt*#*rt-*» Jflimi6T^J 0 

9. »#WlXI*20)ft*«!lXtt*<D*S±tt*$*i*a***rt** % ttRJfta&iRftlX 
25 lifftffl. 
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<110> Sankyo Company, Limited 

<120> PPAR-gamma modulator 

<130> FP200116WO 

<140> 
<141> 

<150> JP2000-129565 
<151> 2000-04-28 

<150> JP2001-60366 
<151> 2001-03-06 

<160> 10 

<170> Patentln Ver. 2. 0 

<210> 1 
<211> 41 
<212> DNA 

<213> Artificial Sequence 
<220> 

<223> Description of Artificial Sequence: PCR primer SI 
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<400> 1 

cccagatctc caccatgggt gaaactctgg gagattctcc t 41 

<210> 2 
<211> 42 
<212> DNA 

<213> Artificial Sequence 
<220> 

<223> Description of Artificial Sequence: PCR primer AS1 
<400> 2 

cccagatctg gatccctagt acaagtcctt gtagatctcc tg 42 

<210> 3 
<211> 59 
<212> DNA 

<213> Artificial Sequence 
<220> 

<223> Description of Artificial Sequence: PCR primer S2 
<400> 3 

ctagagggga ccaggacaaa ggtcacgttc ggggaccagg acaaaagtca cgttcggga 59 

<210> 4 
<211> 59 
<212> DNA 
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<213> Artificial Sequence 
<220> 

<223> Description of Artificial Sequence: PCR primer AS2 
<400> 4 

tcgatcccga acgtgacctt tgtcctggtc cccgaacgtg acctttgtcc tggtcccct 59 

<210> 5 
<211> 19 
<212> DNA 

<213> Artificial Sequence 
<220> 

<223> Description of Artificial Sequence: PCR primer S3 
<400> 5 

agttcatcag cggcgtgaa 19 

<210> 6 
<211> 24 
<212> DNA 

<213> Artificial Sequence 
<220> 

<223> Description of Artificial Sequence: PCR primer AS 3 
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<400> 6 

ggaccacata attgcacata tccc 
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<210> 7 
<211> 21 
<212> DNA 

<213> Artificial Sequence 
<220> 

<223> Description of Artificial Sequence: PCR primer S4 

<400> 7 

ggcgcttttg actcaggatt t 21 

<210> 8 
<211> 21 
<212> DNA 

<213> Artificial Sequence 
<220> 

<223> Description of Artificial Sequence: PCR primer AS4 
<400> 8 

ggatgtt.tgc tccaaccaac t 21 

<210> 9 

<211> 30 

<212> DNA 

<213> Artificial Sequence 



<220> 
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<223> Description of Artificial Sequence: Probe PI 
<400> 9 

cctgtcatct actggctgtc caattttgtc 30 

<210> 10 
<211> 25 
<212> DNA 

<213> Artificial Sequence 
<220> 

<223> Description of Artificial Sequence: Probe P2 



<400> 10 

aaaactggaa cggtgaaggc gacag 
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3. Q Claims Nos.: 
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This International Searching Authority found multiple inventions in this international application, as follows: 

(1) claims 1 to 11 and 20: specific compounds and medicinal use thereof; 
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(2) claims 12 to 19 and 21 to 24 : PPARy modulators and medicinal use thereof . 
Since it does not appear that there is a technical relationship between 

these groups of inventions involving special technical features, these two 
groups of inventions are not considered as relating to a group of inventions 
so linked as to form a single general inventive concept. 

Thus, two groups of inventions are described in the claims of this 
international application. 



1. As all required additional search fees were timely paid by the applicant, this international search report covers all searchable 
claims. 

2. Q As all searchable claims could be searched without effort justifying an additional fee, this Authority did not invite payment 

of any additional fee. 

3. Q] As only some of the required additional search fees were timely paid by the applicant, this international search report covers 

only those claims for which fees were paid, specifically claims Nos.: 



4. Q No required additional search fees were timely paid by the applicant. Consequently, mis international 
search report is restricted to the invention first mentioned in the claims; it is covered by claims Nos.: 



Remark on Protest Q The additional search fees were accompanied by the applicant's protest 
^) No protest accompanied the payment of additional search fees. 
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